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(57) Abstract 

Novel quinoline derivatives and quinazoline derivatives represented by general formula (I) which have an inhibitory effect on the 
autophosphorylation of growth factor receptors originating in platelets and pharmaceutical ly acceptable salts thereof; pharmaceutical 
compositions containing these compounds; and a method for treating diseases relating to the abnormal proliferation of cells such as the 
proliferation of tumors, wherein R i and R 2 represent each H or C|^ alkyl, or Ri and R 2 together form C ui alkylene; X represents O, 
S or CH 2 ; W represents CH or N; and Q represents substituted aryl or substituted heteroaryl. 



(5 7) 




( I ) 



CSttU R R 2 B»licH*fcttC 1 -c 4 T-rt/*^-c , ***s *S^tt 

R > R 2 ii-g|:/i,tC 1 -Cg07;^l/>Mt^©T'*^ Xtt 
Ck S*fcl*CH 9 ^**K WliCH*fcliNT*!k QliWfe*tlfc7'J-^ 

La 
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1 

m m § 
m m & m 

ir * a « 

^E^Cplatelet-derived growth factor, J2JTPDGF £ B§-#~) ft £'©E£SH^7!><fi 
^<L^ISi5{-^oTl^C<h7&^^nTl^ (Cell, 46, 155(1986)) 0 L^L^t&< 

ULfzmtm^tlX^^O. Exp. Med. , 175 , 1413(1992))^\ t/tPDGFftffc^ > 
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2 



PCT/JP96/03229 



si 3^pe<& nsmmt l i ^ c a^rt t-o^tt^^s^ 

fc#Jte:£j6£{c^£;h/r^ 3 (Cancer Research , 54 , 6106(1994) ^ Proc. Natl. Acad. 
Sci.USA..92,2558(1995))o PJJKDZtfrZ^ PDGF^gffcgBU >BKbRfi«iJ*< 
fiKQ^x ffi. tiff, ^Bj^ffi^ SKI§^*iffi. T^o-Afc»frMHKbS, MBZtt 

U>3StLTx J. Med. Chem., 37. 2627 (1994), J.Med. Chem. ,37,2129(1994) N 
W^¥6-507643^il> 3-7U-;l/*y*t'J >IiL^ Cancer Research, 
54,6106(1994) *> £ #4- fc° U Jl-2- TV-Jlt'V i ^>iiLt> Proc. Natl. 
Acad. Sci. USA. , 92, 2558 (1995) rt^Q & *IT I * -5 0 

Lfc*ag*wu ^oPDGFgsf*@Bu >m<£<ommr?m&&-t zit&mt, # 

ft3fc&fcKD*y 'J >^M*£ LTii, #£¥1 - 2 4 6 2 6 3^fStc 
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IEt6£ttT^5 {4- [ (7-^Do-4- + ; i J-;b) t+i/] y^—ji} 

(4 -7WD7i-;i/) y^y^fti&tiTi^o c©«^fei^ &jg£ 

4 -T U 'J >\zmtZ> &<D± LT. J. Med. Chem. , 14, 1060(1971) 

, Acta Chim. Hung. , 112 , 241(1983). #^Bg6 3- 5 1 3 7 5 ^§-£rfg> K-f ^ 
#1^3 1 0 1 5 4 4-t> #£¥1 -2 4 6 2 6 3^ffi. #§#1^3 9 3 6 4 



^ m © §9 ^ 



WO 97/17329 



4 



PCT/JP96/03229 




( l ) 



1 W^CHCD^ N 

(a) XliOifcliSt*^ Q(i> 

5£ (ID : 




[a^K mliU 2£fcte37;<fcl9 N RJilSiJCCN, OH, ^o^^ C 

1 -C 5 t;u+;k C x -C 4 7^ + '>*fcliC „ -C 4 y->;bT£>£] t-tf 

5$ (III ) : 
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iS (IV) : 




(b) X(iO N S^fcliCHgTfctK Qii. 
(V) : 




5 1 
C 4 TJl^r)W2bK>, AteC 1 - C g T-Mr^K C ^ — C ^ TJl/^ — 

(Cg-C 10 ) C - - C 4 7^n4- ^77;b^— ;K ^ — ;K ^-7 

7 'J ;k f-i— ;k 'Ov'-OK vV;i^ fcjic 2 - C 4 Tv^ 
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7'J-JHii> CN. N0 r 0H N N H 2 n '^uf>^ C 1 ~ C JlJ-J^ 
MR (C 3 -C 1Q ) T)\s*)W C 1 - C 4 T;Un + ->. C x -C 4 7^3 + y 
/7^sK— ;K C 1 -C 5 T->;K C 1 -CgT'>o^r<> N C 1 ~ C Jl^-U y 

: J**i/^ c 1 -c 4 t;M^ut ^ A ^- (c 1 -c 4 r;b^;b) r^y. 

C0 2 H, CONH 2 , N- (C 1 -C A J)^)V> Ti r\ N. N-v- 
(C - -C 4 T;b4-;b) 7; h\ C 2 -C 4 7^^7; F\ h'j7^o>f 

y + 7xziw, g^^^i^^ 7x^b (c 1 -c 4 r;b^;b) s 



C 2 - C 4 T'>;l^£*iR£ft£ l~5iOl^S*f LT^Tfc J: < . B 
0 N S N NH, N C N N NRg^/ciiNORg C:t\ R g {4 C { - C g T & 

5£ (V) : 




R5 ^5 

B 



A 



(V) 



*o } 
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*mmit&mim%tt en -c-mtiznz ^©r^ r 

X. R 3> R 3 ' ^ R 4 , R 5> R g> Y. Z. A, B N m> j fccfctf 

C 1 ~C cTJl>*)l> : ifyk ^nt°;K ^vy°nt°;K y>;K 

s-y'^JK t-y>;k -YvOf-Jk T^'O^k 

t -^<>^;b ; 

i^n^+S/jk f^n^^^k *>?n;*-?f-;k T?-?>^Jl; 

C 2~ C 4 7,>;k 7-fefyk y°a t°;f^;k 7> U )l • 

C x -C 4 TJl*JlT $ J : i >\ X-^JlT i -fa ¥)IT I J \ 

i J ; 

v- (C 1 -C 4 TA+;b) T^y ^j-^T^y, >?y° 
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C 2 -C 4 TJl*JlT i K:7th7; h\ 7d t°t>7; h\ 7*-^ 5 K ; 
C 1 -C 4 TJl*Jl?-* : /- *Jl,f-*^ x^f-^ -fnt'Jl^*^ << VZfn 

CN, NO r OH. N H 2 . A D y>, C 1 - C 4 T^M^k 
SM* (Cg-Cj Q ) T;M^K C j -C 4 T^^ + 'X C 1 -C 4 T^l/3+-> 
#;U;K-;k C 1 -C g 7^+U>i?^*5/, C x - C 4 T;l/+;UT i y „ v- 
(C 1 -C 4 T;b^;lx) 7;7, C 2 - C 4 TJl*JlT i F\ h'j7^tn^f 

;k C 1 -c 4 r^+;u^^-> 7x_iK 7x7 + a 

cc 1 -c 4 t^+;u) . ^<>y-r;i/^7t(ic 2 -c 4 t s/^oif^&aidrtis 

I»7xy*;/ : CN, N0 2 , OH N NH 2 ,^n>r'> N C 1 - C . T )l*c 
)W St*C (C 3 -C 1Q ) TJl^rJK C 1 -C 4 7;b^+A C ± -C .TJUzi 

C x - C g TJl^U > C j - C . TJl^-JlT J . 

v?-(c 1 -c 4 r;i/+;b) 7;;^ c 2 ~c 4 tji*jit i K\ h'j7;i/tay 

;U (C 1 -C 4 T>'b^;b) . O^^tliC 2 -C 4 Tis)l>(DcpfrZ,m&ft 
£ 3if-e©S(cJ:oTl^$tlT^§7x; + yS ; 
Mil^i— : CN, N0 2 . OH. NH^ ^o^>, C^C 4 T Jl 

8M* (c 3 -c x Q ) tji^jk c x - c 4 T;b=i^->. c 1 -c .tji 

V- (C x -C 4 T;M^10 7;7, C 2 -C 4 7W7; H\ h'j7;btD 

— ;b (c x -c 4 t-M=-jio . ^OvV/UfctiC 2 -c 4 t ->;UD4^t>jgtf 

K>vV;l/ : CN, N0 2 . 0 H N NH^ ad^">, C x - C 4 T;M=- 
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>W MR (C 3 -C 1Q ) T)\s*r)K c 1 - C 4 7^1/3* v/ N c x -C 4 7 A- 3 
4">*-»1/jJ?— C 1 - C 3 T;U+U>> ? ^-4-->. C i" C 4 7;l/+;l ' 7 ^ y > 

(c 1 -c 4 t^+^) 7$>\ c 2 -c 4 t;u+;ut^ f\ h'j7^tn 
yf-;K C 1 - c 4 T;U^;b^-^-^ 7x-;k ^^y^^ 7i 
(C 1 -c 4 7^4;b) » Jltiz&C 2 -C 4 T z/ JWD*Pfr e>Mli 

K> S£®k ¥L^ ^>x;u*>^ p - h;u^>x;u*>®K<£<t*©WIK®?£© 

ttfcx Ctit>©#SD^g^i Lt«fflt5S^i:i^ S?&<fct>'*£g(i^± 
^$Ff¥©||#0!lTfc£o 
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1 0 
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1 1 
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1 2 
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1 8 
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2 2 
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WO 97/17329 PGT/JP96/03229 
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3 0 
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T^t5:i^f#5o fll*.^ Org. Synth. Col. Vol. 3, 272(1955), Acta Chim. 
Hung. A12, 241(1983)^:^©fEigO^^*>5o E4T©5HfiWt?ffiffl Lti^^ 
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3 2 



:^ { t-^o 0Jx.(i\ /MtKlt. *W8Wb^ 17«> 150 ^#«JE( 1 9 



1 g (I) fo, Qfl<j£ (II) N ^ (III ) Zlzltt (IV) T^^tl^ij^ 

O So 

2 a; (I) ^ (V) [5£ (V) 4^ j fe.fcffka^fetcQ-g&s] 



o 




CI 
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M^teUmMttW&tf&t&Z titiy * s - Mzft lt ^ Xffi (0J;Ui\ J. 

Chem. Soc. . Chem. Commun. , 1157(1993). Synlett, 1157(1994)) fc§Et££ tlT^ £ Jl 
(III) h >J 7;btny ^ bttzit^f yf^h'^A (III) h U ?;M- 

^ 4 - ^ d o + y ij >iit^| 4 - 7 □ a + f 7 'J iBK8 0 

~2 0 0 o CO$5ffl, ff*L<lil30~18 0°C©l5ffllcTM^t fcteig^te 
&i£*g£g<£ 1 #~ 5 B#fUk *F * L < ti 1 0 #~ 1 B^fFffl ^t^Ciia^W 




A, R r R 2 *5«fc0 t W{±SE^O5Eili|n|*|-e*t)^ E (iMS (pq 
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b. X*<S-p*5-fb^«&©^JiR : 

^(Org.Syn., 51, 139(1971)) BHtt©J£lT©^i*^ J; t> T 

2oo-3oo°o •rzztizjLowtmttimw&tiLLtis-T*)- 

m¥T-e%m-f £ c t K X <0 MtS7 isjl?-* 7 * 7 - A^»{*£*#£o * 
N-y^W^AT $ K) 4»n fomti- V 'J * A 1 1 & fc^Jg 8 0-1 5 0°C 




c. X i)< C H 2 T*> 5 {b£tl© £ri& : 

X^CH 2 t**5S (I) T^Sft^Mb^fcU *7 h^-(R.Cutler)£>©J.Am. 
Chem. Soc. Jl_. 3375(1949) KfB*S©;fr£^iJffl LTHitt^ d £ ft 2> Q Z 



WO 97/17329 PCT/JP96/03229 

3 5 

*HS 0 X-t^ U(J.K.Stille)^©J.Org.Chem.,48.4634(1983) JCfBig© 

3iSttS&j« (Mz.\i^ fh7tKo75» 4\ 4- (4-7'ot 

(0>J*.ti\ fcfx (h'j7x^X7^ » /n°^^-7A (II) i?n'J K) JffiT 




3 g (i) fr> (v) K (v) BteOT&fr, j &ijg<fc *j ^ 
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3 6 



i^^f>i^/;ii-eoi^i^T7 s Kft1-&C£t::cfcl9 glft©'^b£$l ; £• 
ft £o ^ft^&^&Kfi^T^^l/T i >tfcli7U-^7; >£• 
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3 7 




^at°;K ^v^ot°;K ^f-;k -fvW, s - f^jit. tzli t - 
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3 8 



X*<CH 2 T*S^ (I) T^£*l6<t£-$J(^ # h 5 -(R. Cutler) t>©J. Am. 
Chem.Soc.Jl_, 3375(1949) I -IE**© -oXWkt & C i^Tr # £ 0 C© 

^ h U^iO £2J0;i. &<^T\ + y U >i^f:!i4-^ao + 

#ssm^m. ggtt^sg* cmi*. ^^7K-/§^) {-^^^ i~2oe^ 





R 

N^A 
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3 9 



^oy^b7^^ffl$-li-5Ciiaf)i!|j|t5C(!:*<T^5e 




4 5g (I) (V) K (V) if, j fe^CXk^'chfe^l-^fe^] 

a. B*<OT?*5<t^»©^J5£ : 




WO 97/17329 PCT/JP96/03229 

4 0 

A. R r R 2 . W*5«kO'R(«^cD^<tIqia-r*>*9. XliO> S 




liCH 2 t*5 0 ] 

B^'NCN-e*S{Mt^ <^--fe> (H. J.Petersen) £<DJ. Med. Chem. , 21. 
773(1978) fcIB*©;£ifcK «fc o TMt5 :i*<T'i So 



WO 97/17329 



PCT/JP96/03229 



4 1 




-So 

f£A (fltetffilfilf^ 0. tiffin KSIIUi^ T-ro-A^iiM® 
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mmu #mf*3&^ mmft&^ &rts:^ mm®^ mgz&m 
ztiz><D&mmmi±, mnm^ztix^zm&k mmnk m&#k mm*k 

^mtiMBtp 0 . 5-50 m&%^ L < te> 1-20 M%ifMJg-?& -So 

ra*©*^:JE;i:T«g^$ft*a^ #Jx.li\ 1~1 0 Omg/kg $dF^ L 

< tel~5 Omg/kg ^cD|gffl-e*t)> cn*lHllHl*^{i»I5I^tfTft# 
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m m m 



6-y h*is-2 -i-y h-Jl 

Wffc£h(D2, 6-^tKo*«>t7^U> (9 6 1mg) *N, N-VS^-Jl 
*^7; K (10 0ml) icmfrLtzik, MMi] U -7 A (1. 2 44 g) ^ 
*Mi::Tai#Lrt:o 3 0^t97f-;Ht (1. 14ml) ^o<^ITL 

Tic t mwtx- f - ;U7r^@i L m jl * £$&7KE?ii? ^ ^ ^>")A L fc 0 ME 

1 H-NMR (CDC 1 3 , 90 MHz) : <5 3. 89 (s, 3H) , 
7. 00-7. 18 (m, 4H) , 7. 5 3-7. 7 0 (m, 2H) 
KftfttfHii (FD-MS, m/z) : 174 (M + ) 



6, 7-v>V h^i>-4- (6-^ V* */ - 2 - + 7 * to* * jr7_U> 
(1 2) 

4-?nn-6, 7-^ h^^; 'J >(7 5mg) iHJfiW 1 6 - 

y h + ^-2-^T b-Jl (1 7 4mg) £g£U 1 8 0T:4>3 O^HHIS^L 

m&m&m^^y/T^vy (2/1) t?JBei§t-«»Ji'>>j?57y;i,^ 
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1 H-NMR (CDC 1 g, 90 MHz) : 53. 96 (s, 3 H) , 4. 0 
7 (s, 3H), 4. 08 (s, 3H) , 6. 53 (d, J = 5. 71Hz, 1 
H) , 7. 18-7. 36 (m, 3H), 7. 56-7. 91 (m, 5 H) , 8. 
5 0 (b r, 1 H) 

Rl^WI (FD-MS, m/z) : 361 (M + ) 



6, 7--:^ h*->-4- (2-^7?-;M-*>0 *y U > (10) 

4-? on- 6, 7-^h + v/+;iJ> (4 5mg) £ mHRS© yS - ^ 7 h 

-ji (i44mg) zm&L, i 8 o°ctp2mmm.wLt^ mmw2tmm<D 

«k o TWJB! U mM(D4k&V!l& 4 5 m g „ 6 8 %Ti§tfio 
1 H-NMR (CDC 1 o, 90 MHz) : 6 4. 05 (s, 3 H) , 4. 0 
6 (s, 3H) , 6. 52 (d, J=5. 28Hz, 1 H) , 7. 27 — 7. 6 
1 (m, 6H), 7. 7 5-8. 0 0 (m, 3H), 8. 50 (b r, 1 H) 
««##H£ (FD-MS, m/z) : 331 (M + ) 



H«)J4 

6, 7-^h^y-4- (7-^ty-2 - ± ~7 J-JUr* ->) ^; 'J > 
(1 3) 

4-7nn-6, 7-vM h*:>4-y U > (8 9mg) irffBRS© 7 - ^ b4- 
S/-2— h-;U (2 0 9mg) £zg£rU 18 0^3 0 #IHJ*# L fc$fe> 
^&fe#J2 «tHfl|o»^«koTfll«!L^ Ii©lb^5 9mg, JDS£4 1%T 

1 H-NMR (CDC 1 o, 90MHz) : 5 3. 92 (s, 3H), 4. 0 
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5 (s, 3H) , 4. 07 (s, 3H) , 6. 54 (d, J=5. 49Hz, 1 
H) , 7. 10-7. 24 (m, 3 H) , 7. 49-7. 91 (m, 5 H) , 8. 
4 9 (d, J = 5. 4 9, 1 H) 
K«£0ftt (FD-MS, m/z) : 361 (M + ) 



1 H-NMR (CDClg, 90MHz) : <5 4. 0 0 (s, 3 H) , 6. 7 
9-6. 89 (m, 2H) , 7. 3 0-7. 4 8 (m, 2 H) , 7. 69-7. 
9 0 (m, 2H) 

fi^tffffl (FD-MS, m/z) : 174 (M + ) 



H»J6 

6, 7-^V h^>-4- (5 -* h^r'>-l-t7f;i/t^'» ^7 U > 
(1 1) 

4-^no-6, 7-y> h + 'J >(8 5mg) iHJfe^J 5 T'^/c 5 - 

^ «>- 1 -j-7 b-Jl (6 7mg) £ffi£U 1 8 0°C^2 0#Fffl9£#Lrt: 

nmm2tmm<Dmmz£-oT:mmL^ mm^t^^i 9m g , jk^i 4 

^ H — NMR (CDC 1 g , 90 MHz) : 54. 04 (s, 3H) , 4. 0 
8 (s, 6H), 6. 31 (d, J=5. 27Hz, 1H) , 6. 83-6. 9 
2 (m, 1H), 7. 34-7. 61 (m, 4H), 7. 75 (s, 1 H) , 
8. 2 0-8. 2 9 (s, 1H) , 8. 43 (brs, 1 H) 
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;ftVrM. (FD-MS, m/z) : 361 (M + ) 



6, 7--/7 (4 — T > KU;M-*-» U > (1 7) 

4-^nn-6, U > (1 1 2mg) £rOTS©4-fc: K 

n*W> K-;b (2 0 Omg) £zi£U 1 8 OftmmWLtz 0 SlS 

m&9 on*;l,A/^ixf;l, (3/1) T-Jg^-T SitS U n -7 h ? 

1 H-NMR (CDC 1 3 , 90MHz) : 53. 95 (s, 3H), 3. 9 
6 (s, 3H), 6. 08~6. 13 (m, 1H) , 6. 35 (d, J=5. 2 
8Hz, 1H) , 6. 83-6. 93 (m, 1 H) , 7. 2 9-7. 4 5 (m, 
5H) , 7. 62 (s, 1H), 8. 40 (d, J=5. 05Hz, 1 H) 
##Hfi (FD-MS, m/z) : 3 2 0 (M + ) 



6, 7-^h^'>-4 - (3, ±zJL£±±ll2^L±^l^LAZS^2 

4-2 an- 6, 7 - 5?^ Y*ci/*J U > (9 0m g) irUKSO 3, 4-5? 
^ h + ^7i;-;b (1 8 7mg) £M£U 1 8 0^4*3 O^m^L^m. 

U mmoit&Vn* 2 6 m g . iK^l 

1 H-NMR (CDC 1 3 , 500 MHz) : <5 3. 87 (s, 3H), 
3. 93 (s, 3H) , 4. 05 (s, 3 H) , 4. 06 (s, 3 H) , 6. 4 
5 (d, J=4. 9Hz, 1H), 6. 75 (dd, J=2. 4Hz, 9. 2H 
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z, 1 H) , 6. 75 (d, J=2. 4Hz, 1H) , 6. 93 (d, J = 

9. 2Hz, 1H) , 7. 42 (s, 1 H) , 7. 57 (s, 1H) , 8. 48 
(d, J=4. 9Hz, 1H) 

MbMHfi (FD-MS, m/z) : 341 (M + ) 



^«J9 

6, 7--^h^->-4- (6-^7 'J ;l/?M^» 4-7 'J > (15) 
4-^ no- 6, 7->M h + ^;'J> (9 Omg) ctmiSS© 6 - t Kn 
'J > (1 7 6m g) £&BU H»J8 <t|5l«©aif^-eS{E*5«kCfffi§Si 

1 H-NMR (CDC 1 3> 500 MHz) : <5 4. 05 (s, 3H), 
4. 06 (s, 3H) , 6. 56 (d, J = 5. 5Hz, 1 H) , 7. 44- 
7. 62 (m, 5H), 8. 13 (d, J=8. 5Hz, 1 H) , 8. 22 (d, 
J =9. 2 Hz, 1H), 8. 53 (d, 3=4. 9Hz, 1H), 8. 94 
(d, J = 4. 3Hz, 1H) 

n&fttirm (FD-MS, m/z) : 3 3 2 (M + ) 



mmm 1 o 

6, 7-i?^^->-4- (3-7^ta7x;t'» *y'J> (4) 

4-^oo-6, 7-vM h + '>+y U > (1 0 Omg) <h rfJISS© 3 - 7 ;l> 
^■D7x;-;K0. 2 0ml)^U 1 8 0W3 0&mm&Ltz o Rjfc 
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^ H-NMR (CDC 1 500 MHz) : 6 4. 04 (s, 3H), 

4. 06 (s, 3H) , 6. 56 (d, J=4. 9Hz, 1H) , 6. 93 (d, 

J=9. 2Hz, 1H), 6. 9 5-7. 0 5 (m, 2 H) , 7. 39-7. 4 

5 (m, 1H), 7. 4 7 (s, 1 H) , 7. 5 0 (s, 1 H) , 8. 5 3 (d, 
J=4. 3Hz, 1H) 

(FD-MS, m/z) : 2 9 9 (M + ) 



mmm 1 1 

6, 7->^ h4->-4- (3-b Ko^->7xy^-» ^;'J> (5) 
4-^nn-6, 7 - >>V Y*ri/*J U > (3 0 0 m g) £ TfrlRiS© U vOl< £/ 
^;7-fef-b (0. 8 3 5ml) 1 8 0°C^3 0 Lfc 0 

«£ET^S± Ltlfc»s ? n o *;l< A-plggf £ d <t <fc *) ^M©{b 
3 7 m g . JR^ 9 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<54. 01 (s, 3 H) , 
4. 02 (s. 3H) , 6. 48 (t, J=2. 4Hz, 1 H) , 6. 59 (d, 
J=5. 5Hz, 1H), 6. 77 (dd, J=2. 4Hz, 7. 3Hz, 1 H) 
, 6. 82 (dd, J=2. 4Hz, 8. 6Hz, 1 H) , 7. 33 (t, J = 
7. 9Hz, 1H) , 7. 39 (s, 1H) , 7. 47 (s, 1H), 8. 40 
(d, J=5. 5Hz, 1H) 

Si^tfrf (FD-MS, m/z) : 2 9 7 (M + ) 
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mmm i 2 

6, 7 -if* h*is-4- (4-7 f o ; &7x;^-» ±ZAk. (7) 
4-?dd-6, 7--^ h*WJ> (1. 0 0 g) £rfi|RS©4-:/n 
^x;-ib (l 1 5rag) £2!£rU 1 8 0°C^4 O^HJJH^L^o KJEE£ 
4»*ISfnRlfck*-*- h U «? A*j»tt"e4ifti L TKi ^ n □ *;l<AT-#li U 

7 -f - K «fc (9 flHK U mm<D4t&®$: 1 . 2 0g. W 7 6 %Tl#/c 0 

H — NMR (CDClg, 5 0 0MHz) : 54. 04 (s, 3 H) , 
4. 05 (s, 3H) , 6. 48 (d, J=4. 9Hz, 1 H) , 7. 08 (d, 
J=8. 5Hz, 2H), 7. 43 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 58 (d, J=8. 5Hz, 2 H) , 8. 51 (d, J=4. 9Hz, 1 H) 
WMftVrm. (FD-MS, m/z) : 3 5 9 (M + ) , 3 6 1 (M + + 2) 



mmm 1 3 

6, 7 -it* b*is-4- (2-n^->7xy^-» 4-7 D > (1) 
4-^nn-6, 7 - >M V* : s*J 'J > (102mg) £rfc&iS©2-.* h 
+ i/7x;-;K0. 5ml) 1 5 0°C^ 8 BSrHHtl* L fc 0 

TWIt«5"J*^*7A^DT h^77>f - K J; £ U 3gJB©ft;^£ 
7 6mg N ]Rsp5 4%-entio 

1 H-NMR (CDC 1 o. 90MHz) : 6 3. 78 (s, 3H), 4. 0 
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5 (s, 3H), 4. 05 (s, 3H) , 6. 31 (d, J=5. 3Hz, 1 H) 
. 6. 9-7. 4 (m, 4H), 7. 42 (s, 1 H) , 7. 63 (s, 1 H) , 
8. 4 5 (d, J =5. 3Hz, 1 H) 
SI^Dfl (FAB-MS, m/z) : 312 (M + +l) 

mmm 1 4 

6, 7-v7 b*is-4- (3-/- h^->^^y^'» ^7 'J > (2) 
4-^ do- 6, 7-^7 h + v'+y »J> (1 0 3mg) £ rfrfRS© 3 - 7 h 
*isy*J-jl (15 8mg) £zg£U 1 6 0°Ctp9B$mMWLtz o 

1 H-NMR (CDC 1 3 , 90MHz) : 53. 82 (s, 3H) , 4. 0 
4 (s, 3H), 4. 05 (s, 3H) , 6. 53 (d, J = 5. 3Hz, 1 H) 
, 6. 7~6. 9 (m, 3H) , 7. 3 5 (t, J=7. 0Hz, 1 H) , 7. 
43 (s, 1H), 7. 54 (s, 1 H) , 8. 50 (d, J=5. 3Hz, 1 
H) 

XMfttirm (FD-MS, m/z) : 31 1 (M + ) 

$mmi 5 

6, 7-vM (4-7 h^>7^7^-» ^7 U > (3) 

4-?ou-6, 7-^7 h^-v^y U > (10 3ms) irfJIRS© 4 -j< h 
*'>7x;-;l/ (2 8 6mg) *g^U 1 5 0W6B*fHHK#L*:o 
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1 H-NMR (CDC 1 3 , 90 MHz) : 5 3. 85 (s, 3 H) , 4. 0 
5 (s, 3H), 4. 05 (s, 3H), 6. 41 (d, J=5. 3Hz, 1 H) 
, 6. 97 (d, J=9. 5Hz, 2 H) , 7. 14 (d, J=9. 5Hz, 2 
H) , 7. 43 (s, 1H), 7. 58 (s, 1 H) , 8. 46 (d, J=5. 
3Hz, 1 H) 

Il^lfft (FAB-MS, m/z) : 312 (M + +l) 



mmm 1 6 

6, 7 -if / V^-jy-A- (5-^y 'J;M-^v) ^7 'J > (14) 
4-^oo-6, 7-^n + ^yj> (5 0mg) irfJiS° a 0 5 - h Kn 
y > (5 Omg) *jH^U 1 7 0°C4a 0#Ra9t#Lfco RiES^ft 

iLti/;iI^^+t>/^txf^ (1/1) -eJRWtiU Ml^DDt^A 
J -)\, (5 0/1) ■eSBat5fii"My;^Dvh^7 7-f-i;J:!j 

1 H-NMR (CDC 1 3 , 90MHz) :<54. 06 (s, 3H), 4. 0 

7 (s, 3H), 6. 35 (d, J=5. 3Hz, 1 H) , 7. 2-7. 5 (m, 

3H), 7. 68 (s, 1H), 7. 7-8. 4 (m, 3 H) , 8. 46 (d, 

J=5. 3Hz, 1H), 8. 49 (d d, J = l. 76Hz, 4. 17Hz, 
1 H) 
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fttirm (FD-MS, m/z) : 3 3 2 (M + ) 



mmm 1 1 

6, 7-v^h^->-4-(l ■ z ±2Jt*!*Jt2l * J IJ y C9) 
4-^dd-6, h*v'*y U > (9 7mg) <h TfJHS°p© 1 -^-7 h 

-Jl ( 3 4 0 m g ) U 1 5 0 8 B#EHt# L fco RJSfi^»*ISPftiK 

fc^£^4-1J->/g£®tx.?-;b (3/1) ^oat^A/^y-^ 
(1 0 0/1) •emmt&i'ViiYfrii^^tv-? - *c «k *) «ft!! U 

Mtc^+^>/^i^;u (i/i) -^mm-t^nm^^ij^ji^u^vy^y 

1 H-NMR (CDC 1 3 , 90MHz) : 54. 05 (s, 3H), 4. 0 
5 (s, 3H) , 6. 32 (d, J=5. 3Hz, 1 H) , 7. 2 — 7. 6 (m, 
5H) , 7. 74 (s, 1H), 7. 8-8. 0 (m, 3 H) , 8. 35 (d, 
J=5. 3Hz, 1H) 

IftVrfe (FD-MS, m/z) : 3 3 1 (M + ) 



mmm 1 8 

6, 7->M h*is-4- (5 — f y KU_A^*vQ *7 U > (1 6) 
4-7nn-6, 7-->7 h^'>+7'J> (1. 0 g) irUKS©5- t Kn 
*->>r>K-^ (1. 1 9 g) £fi^U 15 0°C*1. 5NrBB!t^Lfco 
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7^7 j - K£K>mUL^ mmoltgr®]* 8 9 8mg. i&^6 3%T1#/c 0 
1 H-NMR (CDC 1 3 , 90MHz) : 54. 05 (s, 3H), 4. 0 

7 (s, 3H), 6. 42 (d, J=5. 3Hz, 1 H) , 6. 5-6. 7 (m, 

1H), 6. 9-7. 6 (m, 5 H) , 7. 67 (s, 1 H) , 8. 44 (d, 

J = 5. 3Hz, 1H), 8. 55 (b r, 1 H) 
K*##Hg (FD-MS, m/z) : 3 2 0 (M + ) 



mmm 1 9 

6, 7-^h4^-4- (3-y 7^—;!/ ^yij> (117) 
4-? on- 6, 7 - V*is*J U > (5 Omg) £mi£n n D©3 
^>4f>ft-^ (7 7mg) £zl£rU 1 8 0°C<£3 0 B>IHH!# L fc 0 

8 iPI^Og|fp{cJ;orff^U »{t«7 2rag, JR^10 0%T- 

1 H-NMR (CDC1 3 , 90 MHz) : 53. 79 (s, 3 H) , 4. 0 
1 (s, 3H), 4. 03 (s, 3H), 6. 84 (d, J = 4. 8Hz, 1 H) 
, 6. 9-7. 5 (m, 6H) , 8. 45 (d, J=5. 1Hz, 1 H) 

»*##rfit (FD-MS, m/z) : 3 2 7 (M + ) 



HJfe^J 2 0 

6, 7-yy h^->-4- (4-y h 4- -> 7 j. — )\s±3r) *J x )y (118) 
4-^na-6, 7-^h + ->+;'J> (5 0mg) tlftffcPa® 4 - * h4- 

^>-tf>^-^ (6 3m g ) zm&u 1 5 0°C^5^r B m^L^ o HJfe^J 

^©^^8 Omg, JRj£l 0 
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1 H-NMR (CDC 1 g, 90 MHz) : 6 3. 88 (s, 3H), 4. 0 
3 (s, 3H) , 4. 05 (s, 3H) , 6. 60 (d, J=4. 8Hz, 1 H) 
, 7. 15 (d, J =8. 7 Hz, 2H), 7. 38 (s, 1H) , 7. 39 
(s, 1H), 7. 52 (d, J=8. 8Hz, 2H) 8. 39 (d, J=5. 
1Hz, 1H) 

Ml (FD-MS, m/z) : 3 2 7 (M + ) 



mmm 2 1 om^d 

4 -7"d^- i - y h^-->y f-;U7jLy~;b 

TUBES© 4 --fu^ztz-J (1 7. 3 g) £N, N - i>7 f ;^^A7 ^ 

k (9 0mi) izmmttz^ wfrrfrmit-)- h d (2. 6 4 g) ^m^.tz 0 

MUTfcT— ffl&WQk-s ^oo> Wf;l/x-f;b (8. 3 5ml) £fln;^ 

fe*18. 2 5gx JR$8 4%7j|fco 

1 H-NMR (CDC 1 3 , 90MHz) : 53. 46 (s, 3H) , 5. 1 
3 (s, 2H) , 6. 91 (d, J=9. 2Hz, 2 H) , 7. 38 (d, J = 
9. 2Hz, 2H) 

gi^lrl (FD-MS, m/z) : 2 1 6 (M + ) ,218 (M + + 2) 



^Jfe^J2 2 

4 - h u -n-yf-;bf->-i h^r->yf;b7xy-;i/ 
H»J2 lt!fc4-yot- 1 - y Wx;-A (15. 9 9 g) 

^i7krb7hKn77> (2 0ml) KjgJBU T^^&fflSTFmiRS© v 



WO 97/17329 PCT/JP96/03229 

5 5 



y^^msm a. 9 1 g) ^sjjd^u Mfc3**©&7kf- t kd7 7>» 

£*Jj&<Mfc:Bl^ Jt#rT\ fh7t Kn77> (10ml) izftffi L^rfJ^DD© 
h 'J -n-7f;^X (2 3. 9 9 g) Wo < «9 ij^TL^o M&^4B# 

lz£t}mm<D4k£tM%:3 1. 3 9 g. JRspl 0 0%Tl#/c o 

1 H-NMR (CDC 1 3 , 90MHz) : <5 0. 8 0-1. 65 (m, 2 7 
H) , 3. 48 (s, 3H) , 5. 17 (s, 2H), 6. 91-7. 42 (m, 
4H) 

KftfrtM (FD-MS, m/z) : 4 2 8 (M + +l) 



H«J 2 3 (#%#J) 

4-bKo^->7x-;l/ 4-h'J7^ayf;l/7x-;l/ » h > 

(1. 2 8 2 g) tmm.ua(D4 - (h 'J7Jl/tD^ ^JU) o >J K 

(6 2 6mg) ^7dd*U (5ml) IC?»A¥U rfTBSo a p© t"7, (F'j7xi 
» /^^«7A (II) 7DiJ K (8 m g) £A*U 5 Btr^ilM L /Co 

*wm-*7*i'<>i*-cimLtio mBTmmm^mzm^titzmm ci. 028 

g) ?rfh7t Ko77> (2ml) 7K (5ml) i 6 N$g&7k?§ 

& (12ml) 3-JJ0;iT4. 5B$lfflflKfcLrt:o m.1&m&to&&%imtJ- h'J7A 
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K*##HS (FD-MS, m/z) : 2 6 6 (M + ) 

mmm 2 4 

(4-f'J7;^oyf^7x-;b) {4- [(6, 7-v7 ht->-4-^ 

y IMP jh^>j / ? ; > (29) 

4-7DD-6, h + i/+;>J> (8 1mg) chU^J 2 3 4 

-tF'n + ->7i-^ 4 - h U 37;l/^-o^ f ;b y h > (2 8 8 m g) 

zm&L. i 8 o°c4 3 2 o^Pei^L^m. Kt&m&VvZ:^*-* > /y -t? y > 
it^m* 98m g , mm 6 o %-cmtc Q 

1 H-NMR(CDC1 3> 50 OMHz) : 54. 03 (s, 3H) , 4. 
06 (s, 3H) , 6. 68 (d, J=4. 9Hz, 1 H) , 7. 29 (d, J 
= 8. 5Hz, 2H), 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 7. 7 
8 (d, J=7. 9Hz, 2H) , 7. 91 (d, J=7. 9Hz, 2H) , 
7. 94 (d, J=9. 2Hz, 2 H) , 8. 59 (d, J=4. 9Hz, 1 H) 

«*##fl£ (FD-MS, m/z) : 4 5 3 (M + ) 



^»J2 5 (#%M) 

4 - b Kd4 1 ->7 .x — Jl 4 - J f;l/7x_;b h > 

2"Cl#*:4- h U-n-y^^^-l h + y^f;b7x;-^ 
(1. 2 8 2 g) i» D p®4- h;^-T;U^a 'J K (4 6 4mg) no* 
(5ml) {C7gft?U rffflRSOk**. ( b U 7 *— ^*X7 w » '<=?yt>U 
(II) * o 'J K ( 8 m g ) ^AtU 8 B^RffifitfE L 7t Q SJft&^S-fiJtePJ 23i 
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Ltz 0 «ET««*9*fft»fc8Hfi (9 6 7mg) 4f h7kKn77> (0. 5 
m 1 ) {cigft?£t!\ tK (4m 1 ) £6NtSll7Ki&tt (10ml) ^Mt7^ri 

1 m g N i{5^ 3 4 %T^7^o 
Sl^fff (FD-MS, m/z) : 212 (M + ) 



H«J 2 6 

{4- [ (6, 1 -'J/ Y*ris-4-*J UAQ (4-^ 

f2kZ^£^k2 * ? ; y (3 0) 

4-7PD-6, 7-^^ + ->+;'J> (8 9mg) £H5fe#J 2 5 Tl#/c 4 
-tKa + i/7x-;l/ 4->fil/7x-Jl/ ^rh> (2 4 8mg) 
180W10 #fgj«# L Hl»J 2 4 £ ^«©^jS"C«ft!!-r -5 d t \z <k *) N 
mm<D^^ 118mg, iR^ 7 4 

1 H-NMR (CDC 1 g, 500 MHz) :<52. 45 (s, 3H), 4. 
03 (s, 3H) , 4. 06 (s, 3H) , 6. 65 (d, J=5. 5Hz, 1 
H) . 7. 27 (d, J=8. 6Hz, 2 H) , 7. 30 (d, J=7. 9Hz, 
2H) , 7. 46 (s, 1H), 7. 49 (s, 1 H) , 7. 74 (d, J = 7. 
9Hz, 2H) , 7. 91 (d, J=8. 5Hz, 2 H) , 8. 57 (d, J = 
4. 9Hz, 1H) 
WMfttirm. (FD-MS, m/z) : 3 9 9 (M + ) 

H«J 2 7 (#%W 

7 jl—jI 4-b Kn4 1 v'7x-;[/ »h> 
2 2 Tlffc 4 - h U - n - *Jl7 ^J-Jl 

(1. 2 8 2 g) i«®3-^oD<>^i^D'J K (5 2 5mg) 
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ddWA (5ml) fcy£ft?U rfri£o°©t:X ( h 'J 7 i— )1<*X 7 >r » /n°5 
>>»7A (II) ?n>J K (8mg) ^A^ 7 B^lilM L tz Q Jxfcm&M&mmM 

A-e<e*RL^ 0 ^iIT?§^±m#/cH^ (1. 9 1 4 g) ©F^ — S5 (1. 5 
6 3 g) £IKtK fh7tKo77> (1ml) lcygft?£-fc*\ 7k (7m 1 ) £6 
N4S»tK^« (17ml) «rJn^.T8NfP H 1iS«ELr=o SJ&S^Rl^SUfeW 2 3 t 

^©tj&t-ms u mm<Dit&y}* 3 1 3 m g „ 2 2 %ti#^ 0 

BI^*fi (FD-MS, m/z) : 2 3 2 (M + ) 



mmm 2 8 

(3-^pp7x-;I/) {4- [(6, 7-y7 'J;b) 
vQ 7 x.—M t 5 J > (3 1) 

4-?od-6, 7-y7h + y+y'J> (8 9mg) i»J 2 7 3 
-?od7xz;I/ 4- 1 Ko^iy^i— ;U yh> (2 7 9rag) 

1 8 0°C4*2 0#fy?i£#Lfco H«J2 4 <hl^1£®;&&T*g$!hh£ Ct *K 
SfiOft^I* 6 7 m g . JR^ 4 0 %Tl#/c 0 

1 H-NMR(CDC1 3 , 500 MHz) : 54. 05 (s, 3 H) , 4. 
01 (s, 3H) , 6, 71 (d, J=5. 5Hz, 1 H) , 7. 31 (d, J 
= 8. 5Hz, 2H) , 7. 51 (s, 1H) , 7. 69 (s, 1 H) , 7. 9 
4 (d, J=8. 5Hz, 2H) , 8. 12 (s, 1 H) , 7. 37-8. 03 
(m, 4H) 

K*#$H6 (FD-MS, m/z) : 419 (M + ) 
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nmm 2 9 

rfTiSa©— hoy ^> (5m 1 ) 4\ WtifrShcDT -V - Jl (5 4 lmg) irfr 
B5S04- t -yf;K>y^;^niJ K (9 8 3mg) iTfJgg^X* > 
A(III) h >J 7^toy ^ yXJl**- b (4 9 2mg) £tJD;U 6 0tCT2 
l^mmWLtZo Kffcm£>®]%:7kt? nn^UAT^ltf^ ^cm*;bAJ13r&$ 

£8 6 2mg, i&m6 4%X^tz 0 
K»##HI (FD-MS, m/z) : 2 6 8 (M + ) 



mmm 3 0 c#%#d 

4-t-7'f;l/7x-;l' 4 - b Vu^ri/y jl— jV >rb> 

9 -e^fc 4 - t --^^jiy^ — ji 4 - * b^rt/y ^ b > 

(8 6 2mg) £N, N-^^f;^;L-A7; K (3 5ml) icfgJPU i~ b V 
y^T*/ h4^>K (562mg) Ztinx., TJU>'gmm,T3&fm&ffi,Ltz 0 

7 9 4m g> JR^9 7 %X-%tz 0 

1 H-NMR (CDC 1 g, 500 MHz) : 6 1 . 36 (s, 9H), 

6. 92 (d, J=8. 5Hz, 2H), 7. 49 (d, J=8. 6Hz, 2 H) 

, 7. 72 (d, J = 7. 9Hz, 2H), 7. 79 (d, J=8. 5Hz, 2 
H) 

M##Hfi (FD-MS, m/z) : 2 5 4 (M + ) 
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mmm 3 1 

(4 - t -y^Jly^-Jl) {4- [ (6, 7-y7F^-/-4-^; i J;l/) 
*±22 7x.-M (3 2) 

4-^dd-6, 7-i>7 h + y+y^ (3 4 1mg) tm&ffl 3 0 Ti#7c 
4 - t -^^7x^1/ 4-tF'n + i/7x-;l/ h > (7 7 5m g) &m 

#u 1 5 o^*i 5ftmmwLtz 0 ^*vy/T^vy-vmmi-z>i^)t>¥)i> 

jl^I^tu-? Y^y-y^ -K£<omWlL, mm<Dit&®}$:7 2mg N iR^i 1 1% 

1 H-NMR(CDC1 3> 500MHz) : 51. 38 (s, 9H), 4. 
04 (s, 3H) , 4. 06 (s, 3 H) , 6. 65 (d, J=5. 5Hz, 1 
H) , 7. 27 (d, J=8. 6Hz, 2 H) , 7. 45 (s, 1 H) , 7. 5 
0 (s, 1H) , 7. 52 (d, J=8. 5Hz, 2 H) , 7. 78 (d, J = 
8. 6Hz, 2H), 7. 94 (d, J=8. 6Hz, 2 H) , 8. 57 (d, 
J=4. 9Hz, 1H) 

(FAB-MS, m/z) : 442 (M + +l) 



fUfefll3 2 (#%#D 

4 - t: 7 .x— ;b 4-^ h^->7x- Jl *r h > 

rPBRSO- h n y ^ > (5 0ml) ^ rfJURSOT-V-;!/ (3. 2 4 4 g) 
£rfalR,S©4 - 7x^K>^J^ a y K (6. 5 0 0 g) <h TfJflRS©^ y f- 
;UtT»7A (ill) MJ7MDy^>x;^^-b (1. 8 6 1 g) ^Jn^ 
6 0°CICT2 4 B#Rfflt# L /Co MJSS^^TR i^on* ;U A T?#iB8U * o a 

^)i^m^mmm^^^ ; y^^^^Lm^ymm^Lx%fznm. (9. 8 

4 2g) ©— S|5 (1. 0 0g) ^**>/T*h>"T?JRIHIf *2/«J*y 

^?A^D7 F^77^f - {C «fc «9 fgSSl U mm<D4k&yi : & 3 0 0mg N iR*£3 
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4 %-e'&tzo 

1 H-NMR (CDC 1 g, 500MHz) : <5 3. 90 (s, 3 H) , 6. 
98 (d, J =8. 5Hz, 2H) , 7. 40 (t, 3=7. 3Hz, 1 H) , 
7. 48 (t, 3=7. 3Hz, 2H) , 7. 65 Cd, J=7. 3Hz, 2 H) 
, 7. 76 (d, J=8. 6Hz, 2 H) , 7. 85 (d, J=8. 5Hz, 2 
H) , 7. 8 7 (d, J = 9. 2 Hz, 2 H) 

Il^I (FD-MS, m/z) : 2 8 8 (M + ) 



mmm 3 3 mnm~) 

^iW3 27?ifc4-f7i^ 4-^ + ~>7x-;b yh>(2 6 7m 
g) N-i?yf;l/*M7 ^ K (20ml) C^ftfU th'J 7Aft^ 

h*->K (162mg) ^flnx.. 7^3*>5?B^T3li#Flia'ILfco Kf&m&fa 

1 H-NMR (CDC 1 3 , 500 MHz) : 56. 91 (d, J =8. 5H 
z, 2H) , 7. 43 (t, 3=7. 3Hz, 1 H) , 7. 52 (dd, 3=7. 
3Hz, 7. 9Hz, 2H), 7. 70 (d, J=8. 5Hz, 2 H) , 7. 7 
5 (d, 3=7. 9Hz, 2H) 7. 77 (d, 3 = 7. 9Hz, 2 H) , 7. 
8 3 (d, J = 7. 9H z, 2H) 
ai7>#fl (FD-MS, m/z) : 2 7 4 (M + ) 
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mmm 3 a 

(4- [(6, 7--^h^y-4-^yj;b) t^->] 7x-;H (4-lf 
y^-Jl) J 9 J > (3 3) 

4-^ no- 6, 7-97 h + y+y 'J> (6 5mg) £HJfe#iJ 3 3 T?l#fc 4 
-If?* — ;b 4-tKo+y7xiib ^ h > ( 7 9 m g) £jg£- U 1 8 0 
°C*3 OftmmWLtZo Rlt;i^^oD^;bA/^ixf;l- (l 0/1) r 

mg. iR^3 7%Tf#^ 0 

1 H-NMR (CDC 1 3 , 90MHz) : 54. 11 (s, 3 H) , 4. 1 
4 (s, 3H), 6. 74 (d, J=5. 3Hz, 1 H) , 7. 30-8. 09 

(m, 15H), 8. 65 (d, J=5. 3Hz, 1 H) 

Il^I (FAB-MS, m/z) : 4 6 2 (M + ) 



H«|J3 5 (#%#J) 

4-^ ^y7x-;i/ 2-^-7^;b »h> 

rUSSrS©^ ha^^> (10ml) 4\ rfJH&S©7- V-;b (1. 0 8 1 g) 
i TfJiSno© 2-t7h-(;l'^n | J K (1. 9 0 6 g) <tmB£n D D ©-f tJIW A 
(III) hij7;l/tD^^>xM4-h (6 2 0mg) £Jj[];U 6 0°C{CT8 

fr-cmmi- 6 ; y 'J ii >f)\,ii =7 A ? n v h r 5 7 7 ^ - K <fc «9 ffilS! U ^g©ft:£- 
#[£8 1 7mg. iR*£3 l%Tli/Co 

1 H-NMR (CDC 1 3 , 500 MHz) : <5 3. 89 (s, 3H), 6. 
98 (d, J = 9. 2Hz, 2H), 7. 53 (t, J = 8. 6Hz, 1 H) , 
7. 58 (t, J = 9. 2Hz, 1H), 7. 86-7. 93 (m, 6 H) , 8. 
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2 1 (s, 1 H) 
WmftVrm (ED-MS, m/z) :2 6 2 (M + ) 

mmm 3 6 

MJ£#"J3 5TM7t4 h + v7x- ;U 2-^:7^;b ^ h > (7 3 5 m g) 
£N, N-y^f-WAT; K (20ml) f^JS? U t h 'J OAT** 

(4 9 1mg) ^Jn^ 7;b3*>^T5 NrFslilM L/c Q Sffr/g^^H 
WJ 3 3 £ o T^LS-T SCiia^ 5 9 5 m g ^ 

H-NMR (CDC 1 3 , 500 MHz) : 56. 93 (d, J =7. 6H 
z, 2H), 7. 61 (t, J=7. 0Hz, 1 H) , 7. 67 (t, J=7. 
3Hz, 1H), 7. 74 (d, J=8. 5Hz, 2 H) , 7. 78-7. 80 
(m, 1H), 8. 0 2-8. 1 0 (m, 3 H) , 8. 2 5 (s, 1 H) 
MMfttfrM (FD-MS, m/z) :2 4 8 (M + ) 

m&m 3 7 

{4- [(6, 7 -v^ h^->-4-^y 'J;lQ ;t^i>] 7 (2-± 
Z±ik> > (3 4) 

4 -*nn-6, 7 - v>V h*»>*y U > (11 2mg) £H«J3 6Tl#/c 
4- t Kn^y7x-^ 2-^-7^^ yh> (124mg) £i!g£rU 1 8 

o 3 o ^-Fam^ l tz 0 KJ&m&®}&ffim&twi*m+ h u ^ A7K^£ * □ o 

S*m*#£ft*:g|2g (2 2 7mg) ©— g|5 (50mg) £HK*K ^od^m/ 
(5/1) TS^-r^^Mv'U^yVl/^a^ b 7 >r — «k ^ 
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U ^SO{t^* 1 lmg N 45^2 3%-Cl#^o 

1 H-NMR (CDC 1 „, 90 MHz) : <5 4. 05 (s, 3H) , 4. 0 
7 (s, 3H), 6. 70 (d, J=5. 3Hz, 1H) , 7. 35 (s, 1 H) 
, 7. 4 8 ~ 7 . 9 0 (m, 5H), 7. 96-8. 0 5 (m, 6H) , 8. 2 
9 (s, 1H), 8. 60 (d, J = 5. 3Hz, 1 H) 

##Hit (FAB-MS, m/z) : 4 3 6 (M + +l) 



rUBS^O- ho^> (10ml) t*\ miSaOT^V-^ (1. 0 8 1 g) 
<t rfJlg,^,© 2-f7'(;l'^oiJ K (1. 4 6 6 g) £ TfiHSiFn® -Y y 7^1/ fcT»> A 
(III) h'j7;btD^^>x^4-h (6 2 Omg) £fln;L. 6 0ti:t8 

*9n mmoit&m* 9 6 5mg, iR^4 4%T1#/Co 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 89 (s, 3 H) , 6. 
98 (d, J=8. 5Hz, 2H), 7. 16 (dd, J=3. 7Hz, 4. 9 
Hz, 1H), 7. 64 (d, J=3. 7Hz, 1 H) , 7. 68 (d, J=4. 
9Hz, 1H), 7. 90 (d, J=8. 6Hz, 2 H) 

m.mft$xm. (FD-MS, m/z) : 218 (M + ) 



Ute^J 3 9 (#%0I) 

^Sfe0»J3 8-e^^4-^ h^r^x-Jl, 2-^i-^ ^h>(8 0 4mg) 
£N, N-yyf;^A7; K (3 0ml) fC7gft?U + h 'J7Wy 
->F (6 4 5mg) ^Jn^. T^^^fflmTSB^raliS^t^o ^C>M^^H 
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»J3 a£ftm<D&mz&*>xamL* wm^)im^M7mm^y^'y^i,x 

iR^s 9 3 %-emtL 0 

1 H-NMR (CDC 1 3 , 500 MHz) : 5 6. 84 (brs, 1 H) , 
6. 93 (d, J=8. 5Hz, 2H), 7. 14 (dd, J=3. 7Hz, 4. 
9Hz, 1H), 7. 64 (d, J=3. 7Hz, 1 H) , 7. 68 (d, J = 
4. 9Hz, 1H), 7. 83 (d, J=8. 5Hz, 2 H) 
nmftVrm (FD-MS, m/z) : 2 04 (M + ) 

HJfe^J 4 0 

{4- [ (6, 7-->7 h^->-4-ty 'J;b) t^y] 7x-;b} (2-^- 
AQ y ^7 > (3 6) 

4 -?oo-6, 7->M Y*^*J U > (11 2mg) iHJS^J3 9T'ifc 
4-tFo+->7x^ 2-^Ji-;U ^rh> (10 2mg) 16 
0 4 0 #IHi«# L /Co Sm^*HJfe^l 24i IstficD^&TffigJlh ^Ci 

1 H-NMR (CDC 1 3 , 500 MHz) : <5 4. 04 (s, 3H) , 4. 
07 (s, 3H), 6. 65 (d, J=5. 5Hz, 1 H) , 7. 20 (dd, 
J=3. 7Hz, 4. 9Hz, 1 H) , 7. 29 (d, J=8. 5Hz, 2 H) , 
7. 47 (s, 1H), 7. 49 (s, 1 H) , 7. 70 (d, J=3. 1Hz, 
1H), 7. 75 (d, J=4. 9Hz, 1 H) , 8. 00 (d, J=8. 6H 
z, 2H), 8. 58 (d, J=5. 5Hz, 1 H) 
MfeMFHiS (FAB-MS, m/z) :3 9 2 (M + +l) 
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nmm a i 

(4 od7x- )V) {4- [ (6, h^>-4-^y V )V) 

'>] 7*-M J y (3 7) 

4-?no-6, h + y+;'J> (1 12mg) imBSS© 4 - ? o 

o^^^;b 4-tF'n + ^7x-Jb >rF> (3 4 9mg) 180 
°C#2 O^^Lfco Sl£g^^D^iA/^if;b (5/1) 

1 H-NMR (CDC 1 3 , 9 OMH z) : 54. 03 (s, 3H), 4. 0 
7(s, 3H), 6. 66 (d, J = 5. 3Hz, 1H), 7. 19-7. 34 
(m, 2H) , 7. 4 4-7. 5 6 (m, 4 H) , 7. 7 1-7. 9 9 (m, 4 
H) , 8. 5 8 (d, J =5. 3H z, 1 H) 

mmftvtm (fd-ms, m/z) : 4 1 9 (m + ) 



mmm a 2 

(4 -yjlj-a? jl-;U) {4- [(6, 7 — -J / h 4- -> — 4 — 4- y 'J ;IQ ^~ 

y > (3 8) 

4-? on- 6, 7-^h + ^;'J> (112mg) irp|gS0 4 
^0:7^ ;b 4-tKo + ->7x^ ^rh> (3 2 4mg) 17 

^molt^®}* 1 1 4mg, JR^5 7%Tl#/c 0 

1 H-NMR (CDC 1 3 , 500 MHz) : 54. 04 (s, 3H) , 4. 

07 (s, 3H) , 6. 65 (d, J=5. 5Hz, 1 H) , 7. 18 (d, J 

= 8. 5Hz, 1H), 7. 20 (d, J=8. 5Hz, 1H) , 7. 27 (s, 

1H), 7. 28 (s, 1H), 7. 47 (d, J=8. 5Hz, 2H), 7. 
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86 (d, J=8. 5Hz, 1H), 7. 88 (d, J=8. 5Hz, 1 H) , 
7. 90 (d, J=8. 5Hz, 2 H) , 8. 58 (d, J=4. 9Hz, 1 H) 
mmftVtm (FD-MS, m/z) :4 0 3 (M + ) 



l£»J 4 3 

{4- [ (6, 7-y7 ht->-4-^y 'J;t-) ^-^y] 7x-;l^} (7x- 
>00 J ?y > (3 9) 

4-*oo-6, 7-vV h + ->+y U > (9 lmg) irfrlSS© 4 - h Ko 
+ -X>>/7i;> (2 4 3mg) £S£U 1 8 0°C^3 0#RSHf#Lrtio K 
teS^tefStefll 31i H»©35ri*"Wfili!l^ ^ciCJ;^ mmco4k&®& 3 8 

1 H-NMR (CDC 1 3 , 90MHz) : 54. 03 (s, 3 H) , 4. 0 
5 (s, 3H) , 6. 66 (d, J=5. 3Hz, 1H), 7. 31-7. 99 
(m, 11H) , 8. 57 (d, J = 5. 3Hz, 1 H) 
WMfttitiiM. (FD-MS, m/z) : 3 8 5 (M + ) 



4 4 (#%#!) 
3, 5 - h*-> hJli-y 

T-fe h- h >J;b (2 0 0ml) tcriTflRS©^-^^^ (5. 7 7 g) 
£-tK ^f;b»(8. 4 7ml) i^'^A (12. 3 g) £fln*_T. 
2 . 5 B$ffijgM L jt 0 RJCfi^«&£j!K7KK& tf\ ? □ a *;UAT#Bi8U ^ o u 

^■v-y/wm^f-Ji' (5/i) •es^-r^v'U^yvu^^A^a^h^^^^ 

*Ci(cJ:t)^ SSJHO-fk^ft* 5 . 0 4g. JR*8 2«-e»fe 0 
1 H-NMR (CDC 1 Q , 5 0 0MHz) :52. 3 0 (s, 3 H) , 
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3. 76 (s, 6H) , 6. 30 (s, 1 H) , 6. 37 (s, 2 H) 

mmm 4 5 (###d 

2, 6-'^ h^->-4-yf^7x-;l/ 4-y h^->7x^b >r V y 
i7Krh7t Kn77> (10ml) K*$mM 4 4 T*%tL 3, 5--^h + y 
h;bjc> (l. 0 0 g) &ig#U S*»iBStT-4 5°C*mB£n n n© 2. 5M© 
n-yf;l/'Jf7A-^t>M (2. 9 0ml) ^Mfct> 3 05>IH«# 
Lfc 0 Ml^ ffJIRS© 4 - * h + M>v^;^o'J K (1. 2 3 g) £^h^ 

tKo77> ciomi) tc7§#?u -4 5W^-5 < oMi^-tio iv$mm& 

(5/1) ^jRH^s^uay^rt^A^nv --efttsit- 

1 H-NMR (CDC 1 „. 500 MHz) : 52. 4 0 (s, 3H), 3. 
69 (s, 6H) , 3. 85 (s, 3H) , 6. 43 (s, 2 H) , 6. 89 
(d, J=9. 2Hz, 2H) , 7. 82 (d, J=9. 2Hz, 2 H) 



HSfe^J4 6 (#%W 

2, 6-yl:Ko^y-4-^^7x-^ 4-b Fo^->7x-;b t"F 

fc&Mfrfb^ U > (10ml) {cHJfe^J 4 5 2 , 6-^> h*->-4- 

^ i^;u 4-^ h + <>7x-Jl/ (3 2 1mg) 

^rfiiRa© h U ^o*^^> (3 4 9ml) < t> flD*.*:^ MzWe— Bfc 
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SS*^+f ;^srat-5 ^ V *^f;i/*7A^ 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 2. 16 (s, 3H) , 6. 
16 (s, 2H) , 6. 79 (d, J=8. 6Hz, 2 H) , 7. 56 (d, J 
= 8. 5Hz, 2H) 



mm 4 7 

(2, 6-y'bKa^->-4-yf^7x-^) (4- [(6, 7->Mh* 
'>-4-^;'J;t/) ;u} (42) 

4-*nn-6, 7-5» h + V > (6 lmg) iH»J4 6^2, 

6-^tKD + y-4-^f;l/7x^;b 4-tFo + v-7i^l/ y h > 
(lOOmg) *^jh^u>^"iJ f;l,x-f;l/ (0. 5ml) {Cfgft? 

£iir> 170W2 0#ra«#Lfc o SJ£SS#«*ISftlK»**^ h 'J -7 A** 

(1 0 0X1) -eg&fl*-<5S"J XfJliJ? A 70^7 -lc 
£t)ffii!!U mmoit&fyl*: 3 2 m g N iR^2 7 %Tl#/c 0 

H-NMR (DMSO, 5 0 0MHz) : 
52. 18 (s, 3H), 3. 90 (s, 3 H) , 3. 95 (s, 3H), 6. 
20 (s, 2H) 6. 68 (d, J=4. 9Hz, 1H) , 

7. 32 (d, J=9. 2Hz, 2 H) , 7. 42 (s, 1 H) , 7. 43 (s, 
1H), 7. 82 (d, J = 8. 6Hz, 2H) , 

8. 5 4 (d, J =5. 5Hz, 1 H) 

Sftfrtfrfil (FD-MS, m/z) : 432 (M + +l) 
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HWJ4 8 

4-^oo-6, 7 - : J* h*ri/*J U > (1. 8 4 g) i rfrggS© 4 -— h 
□ 7x;-;K3. 42g)£M-t?\ 17 0ti:T5 O^WUffLfco Sfl4? 

7A^nvh^7 7>f-i:«J;i5ffii5!U SS©{t^^4. 5 4 g. iR^8 9% 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 4. 01 (s, 3 H) , 
4. 06 (s, 3H) , 6. 69 (d, J=4. 9Hz, 1 H) , 7. 27 (d, 
J=9. 1Hz, 2H) , 7. 37 (s, 1 H) , 7. 47 (s, 1 H) , 8. 
32 (d, J = 9. 1Hz, 2H), 8. 62 (d, 3=4. 9Hz, 1 H) 

W&fttirM. (FD-MS, m/z) : 3 2 6 (M + ) 



^i»j4 9 mmw) 

6, 1 -i?/ b*is- 4- (4-7;;7x^y) *y 'J > 
6, 7-i>7 h + (4--hD7x;+y) +7'J> (1. 0 0 g) 

3rN, N-v?yf;^A7; K/fttif^ (3 0ml /15ml) KigJBU 

i o^TKH^^y^A-uaR (6 9mg) ^jn^s 7km&mmrFmuK-z: 1 7 
fcst^TKflKK^- h 'J fA-(?«iLfco «EETflSF«Ee*L> mmmt&m* 7 9 9 

mg, J&s£8 8%Ti#*: 0 

"'"H-NMR (CDgOD, 500 MHz) : 5 4. 00 (s, 3H), 
4. 00 (s, 3H) , 6. 47 (d, J=5. 5Hz, 1 H) , 6. 82 (d, 
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J=8. 6Hz, 2H) , 6. 96 (d, J=9. 2Hz, 2 H) , 7. 32 
(s, 1H), 7. 62 (s, 1H), 8. 36 (d, J=5. 5Hz, 1 H) 
WMfttirm (FD-MS, m/z) :2 9 6 (M + ) 



HJfefll 5 0 

N- {4- [(6, 7 h*is-4-*J - 

3-ts°'J >?>ft;MMr-g-$ K (6 1) 

6, 7->^ h*i/-4- (4-7;77x; + -» +; 'J > (57m g) t 
TfrflRiS©^. >i (3 7mg) N-i?yW;l/A7 5 K (2m 1) fc 

?8A¥Lrt:gU 1 -xf;b- 3 - (3' -y7f;b7iy^Dt°^) #;I/jK$M 5 

vmwtm. (7 9m g ) ^tax.> Mfi(cT5NFP B m^L3t 0 BU&m&totttwm 

U mm<Dit&®&4 7m g> JR^6 1 % Turtle 

1 H-NMR (CDC 1 3> 500 MHz) : 6 4. 05 (s, 3H), 4. 
06 (s, 3H) , 6. 49 (d, J=4. 9Hz, 1H), 7. 22 (d, J 
= 8. 6Hz, 2H), 7. 42 (s, 1H), 7. 47 (dd, J=4. 9, 
7. 9Hz, 1H), 7. 56 (s, 1 H) , 7. 77 (d, J=9. 2Hz, 
1H), 8. 26 (d, J = 8. 5Hz, 2 H) , 8. 49 (d, J = 4. 9H 
z, 1H), 8. 79 (d, J=3. 7Hz, 1 H) , 9. 13 (s, 1 H) 
M&ftVrm (FD-MS, m/z) : 401 (M + ) 
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mmm 5 1 

N — {4 — [ (6, 7-¥* b*is-4-*J U-^) *±±1 7 jl-M - 

(3, 4->M ht->7x-;b) ^k£±jJ 1: ( 62 > 

6, 7-y7 h + y-4- (4-7i;7x; + y) +yj> (5 6mg) t 
rUB*,S©3, 4-y7h + y^lfi (6 0mg) ^N, N- £M f;l/*;lA7 
S K (2m 1) KigffPU 1 -z-i-Jl- 3 - (3' - V * ^JVT I J 7°n k°;lO 

ijjwj* i vmmm. (8 im g ) £#n*.. isct2 2 B#ra«# l kiss 

1 H-NMR(CDC1 3> 500 MHz) : (5 3. 87 (s, 3H), 3. 
87 (s, 3H), 4. 06 (s, 3H), 4. 07 (s, 3H), 6. 48 
(d, J=5. 5Hz, 1H), 6. 63 (d, J=8. 5Hz, 2 H) , 7. 
18 (d, J = 9. 2Hz, 2H), 7. 34 (m, 2H), 7. 43 (s, 1 
H) , 7. 55 (s, 1H), 7. 57 (s, 1 H) , 7. 76 (d, J=8. 
6Hz, 2H) , 8. 48 (d, J=5. 5Hz, 1 H) 
©S^tfrflL (FD-MS, m/z) : 4 6 0 (M + ) 



mMms 2 

N — {4- [ (6, h^>-4-*y U-^) - 

n^.^jj->^;l/^>-» $ K (6 3) 

6, 7-y7h + ->-4- (4-7;y7x^y) * J U > (5 2mg) t 
rUI5Si©v'^a^+-y->^;l"K>K (4 6mg) £N, N-y'^;I/tw^7^ 
K (2ml) lC7gft?U 1-jl^;1/-3- (3' - S J y°a t°;U) # 
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jitfvjz \?mmm (84mg) s-an^u isi:t2 2mmmwLtzW:, mmm 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 1 . 30 (m, 2 H) , 1. 
5 6 (m, 2H) , 1. 7 3 (m, 2H) , 1. 8 5 (m, 2 H) , 1. 9 7 
(m, 2H), 2. 26 (m, 1H) , 4. 05 (s, 3 H) , 4. 05 (s, 
3H) , 6. 43 (d, J=5. 5Hz, 1H) , 7. 14 (d, J = 8. 5H 
z, 2H) , 7. 36 (s, 1H), 7. 42 (s, 1 H) , 7. 55 (s, 1 
H) , 7. 63 (d, J=8. 5Hz, 2 H) , 8. 47 (d, J=5. 5Hz, 
1 H) 

KMftVtm (FD-MS, m/z) : 4 0 6 (M + ) 

nmm 5 3 

N- {4- [ (6, 7-i?y h*'/- A-*J V—)V) it*-*/] ~> ^—M - 

2_ zl 2^Jl^kjl±±l E (64) 

6. 7-i?ji h + ^-4- (4-7;77xy + y) +7 'J > (5 5mg) i 
rfTBRiS©2-7 5>^;l/^>g? (32mg) $N f N-y^;^iA7; K 
(2ml) KSBIPU 1 -jl^-jU- 3 - (3* -yyf^7^yak» tfJU 
tfvM 5 KigKig (9 lmg) £fln;L. 1SICT2 2 B#Rgi£# L H»J5 
1 £l^«©»ffcfcJ;oT«fti!U Ii0^^3 5mg N iR^4 8%T^ 0 

H-NMR (CDC 1 3 . 500 MHz) : 6 4. 04 (s, 3H), 
4. 05 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 H) , 6. 57 (d 
d, J=l. 8, 8. 7Hz, 1H), 7. 20 (d, J=8. 6Hz, 2 H) , 
7. 28 (d, J =7. 9Hz, 1H), 7. 42 (s, 1H), 7. 51 (s, 
1H), 7. 56 (s, 1H), 7. 77 (d, J = 9. 2Hz, 2 H) , 8. 
35 (s, 1H), 8. 49 (d, J=5. 5Hz, 1 H) 
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mmftVtm (FD-MS, m/z) : 3 9 0 (M + ) 
H»J 5 4 

N — {4- [(6, 7-^n^->-4-^y'J^) ^->] 7^— ;U} - 

3-i-*y *>t/Jl#*-y- i K (6 5) 

6, 7-*J* h + v-4 - (4-7;;7x; + -» +7 U > (54m g) £ 

rUB&£i©3 7* (4 4mg) £N, N-i>7f^^A7; 

K (2ml) tcjgJIPU (3* - i? / ^ )IT I J 7n t°;l>) fj 

JU#i?4 I K£flfe& (8 2mg) £flD;U lfii:T3 lB#ra«#Lfctfc» »J 

5 1ii«0»m:«koTffi!!!U ii®M^4 lmg. K$ 5 5 %7ri/: 0 
1 H-NMR (CDC 1 o, 500 MHz) : 6 4. 02 (s, 3H) , 4. 

04 (s, 3H) , 6. 46 (d, J=5. 5Hz, 1 H) , 7. 17 (d, J 
= 8. 6Hz, 2H), 7. 38 (m, 1 H) , 7. 55 (d, J=l. 2Hz, 
1H), 7. 56 (s, 1H), 7. 73 (d, J=8. 6Hz, 2 H) , 8. 

05 (dd, J=l. 2, 3. 1Hz, 1 H) , 8. 37 (s, 1 H) , 8. 4 
7 (d, J = 5. 5 H z , 1 H) 

SCftfrtfHI (FD-MS, m/z) : 4 0 6 (M + ) 

W&®\ 5 5 

N — {4- [ (6, 7-?J/ b±i^z 4-*y 'J -AO j^frvp - 
(4 - - buy j.—jI') i7J\s#*"V-Z K (6 6) 

6, 7-yn + v-4- (4-7;77xy + y) +;>J> (llOmg) 
i Tfra&acD 4 -- h P^Ifl? (lOOmg) *N. N-i?^MJl/A7i K 
(4ml) lcfl&«?U 1 -:r. 3 - (3' -^^^7U7"Dh'Jl/) 77 ;U 
$ KttBfcK (1 7 6mg) £j!jd>U SfiKT2 2 B*lffl!W^ L fctft^ H2fc0>J 
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1 H-NMR (DMSO-d g, 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 49 (d, J=5. 5Hz, 1 H) , 7. 29 (d, 
J = 9. 2 Hz, 2H) , 7. 39 (s, 1H), 7. 52 (s, 1 H) , 7. 
93 (d, J=9. 2Hz, 2H), 8. 21 (d, J=8. 6Hz, 2 H) , 
8. 39 (d, J=9. 2Hz, 2 H) , 8. 48 (d, J=5. 5Hz, 1 H) 
. 10. 7 (s, 1 H) 
®*##HI (FD-MS, m/z) : 4 4 5 (M + ) 

m&m 5 6 

N- {4- [ (6, 7-y7ht'>-4-^; i J-^) ^ ^—M - 

6, 7-5** h4^>-4- (4-7;;7x; + -» +yj> (5 lmg) £ 
miSS© 4 - f-;UT ^ J ( 4 4 m g ) £ N, N - v>V T 

^ K (2ml) fci$#U 1-jh^;U-3- (3' - if* f-JUT i J zfu t°;l/) 
*;PsKv>-f i K%B& (8 3mg) £Jn*. x SSfCTl 6B#IH!l£#Lrt:8K H!S 

1 H-NMR (CDC 1 3 , 500 MHz) : <5 3. 06 (s, 6H), 
4. 05 (s, 3H), 4. 06 (s, 3 H) , 6. 48 (d, J=4. 9Hz, 

1H), 6. 71 (d, J=8. 6Hz, 2 H) , 7. 17 (d, J = 8. 5H 

z, 2H), 7. 44 (s, 1H), 7. 57 (s, 1 H) , 7. 74 (d, J 

= 8. 5Hz, 2H), 7. 81 (d, J=9. 2Hz, 2 H) , 7. 94 (s, 
1H) , 8. 49 (d, J=5. 5Hz, 1 H) 

K*#*fffi (FD-MS, m/z) : 4 4 3 (M + ) 
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mmm 5 1 

N- {4- [(6, 7-^h^->-4-^'J^) ^->] - 
(4 -T-k + Jl? a.— )V) iDV^^X K (68) 
6, 1 h + ->-4- (4-7;77x; + >') *J U > (54m g) £ 

rfJSRS© 4 - T -fcr f- (4 6mg) £N. N-v>7f;^M7; K 
(2ml) izmmt^ l-xf;l,-3- (3' -y7f ^7; y^ot^) 

S K£Sfclfi (8 7mg) 2 B£ra«# L fctSU H»J 

5 0 £ l^|$©Sfi^ «k o Tffi*! U mm&1k&®&4 3 m g. iR^5 3 

1 H-NMR(DMSO-d 6 , 500 MHz) :<52. 66 (s, 3H), 
3. 94 (s, 3H) , 3. 95 (s, 3 H) , 6. 48 (d, J=4. 9Hz, 
1H), 7. 28 (d, J = 9. 2Hz, 2 H) , 7. 39 (s, 1 H) , 7. 
52 (s, 1H) , 7. 94 (d, J=9. 2Hz, 2 H) , 8. 10 (m, 4 
H) , 8. 48 (d, J=5. 5Hz, 1 H) , 10. 6 (s, 1 H) 
Ri^ffl (FD-MS, m/z) : 442 (M + ) 



mmm 5 8 

N — {4- [ (6, h^->-4-^;'J-^) 7*.— M - 

6, 7->M h + ^-4- (4-7i;7x; + -» +7'J> (54m g) <h 
rUISa©4 --f+JVSc&MtWL (5 4mg) £N. N-y7f^^7^ K (2 
ml) KjgJBU (3' -i>yW;;^Dtf;l/) # 

5 KifiSMtl (8 5mg) fcflniU ISl^t 2 2 ^rBa«J* LfcSU M»!!5 1 £ 

1 H-NMR (CDC 1 3 , 500 MHz) : 50. 95 (t, J=7. 3H 
z , 3 H) , 1 . 3 8 (m, 2 H) , 1 . 6 4 (m, 2 H) , 2 . 69 (t, J 
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= 8. 0Hz, 2H), 4. 05 (s, 3 H) , 4. 06 (s, 3 H) , 6. 4 
8 (d, J=5. 5Hz, 1H), 7. 19 (d, J=9. 2Hz, 2 H) , 7. 
30 (d, J = 8. 6Hz, 2H), 7. 42 (s, 1H), 7. 57 (s, 1 
H) , 7. 75 (d, J=8. 6Hz, 2 H) , 7. 82 (d, J=8. 6Hz, 
2H) , 8. 03 (s, 1H) , 8. 49 (d, J=5. 5Hz, 1 H) 
Mbfrtfrffi (FD-MS, m/z) : 4 5 6 (M + ) 



m&m 5 9 

N- {4- [(6, 7-yn^y-4-^;'J-^) t^->] 7 ^-M - 
(4 -T § y7x-;b) g2kfjl±gJ !f (7 0) 
{4- [(6, 7-^h + y-4-+;'J-W t+->] 7x_;l/} (4- 

rt7;l/aK*-»f-$ K (1 0 Omg) £N, N-^^f;^M7; 
F/WfW&lI-jU (9m 1/5 ml) {C^L> lO^^A-^l (6 9m 

* 8 5 m g N iRsp 9 1 %-U'mz Q 

! H-NMR (DMSO-dg, 500 MHz) :<53. 94 (s, 3H), 
3. 95 (s, 3H) , 5. 75 (brs, 2 H) , 6. 46 (d, J=4. 9 
Hz, 1H), 6. 61 (d, J=8. 6Hz, 2H), 7. 22 (d, J=9. 
2Hz, 2H), 7. 39 (s, 1H) , 7. 52 (s, 1 H) , 7. 73 (d, 
J=8. 5Hz, 2H) , 7. 89 (d, J=9. 2Hz, 2 H) , 8. 46 

(d, J=5. 5Hz, 1H), 9. 90 (s, 1 H) 

Mbfrflfffi (FD-MS, m/z) : 415 (M + ) 
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mmm 6 o 

N- {4- [ (6, h*is-4-*; U-AQ £±±1 7 - 

6, 7-i?t (4-7i;7x; + y) 4-7 U > (53m g) t 

TUIRSO-f V — 3f->» (4 5mg) £N, N->'^W^7; K (2ml) 
1-?§A?U (3' -yyf^7;y^at°;l/) ^M'y^f; K 

(9 8mg) &fln;U Ifii:t6 2BSP B im#L/i&, MMm 5 1 <h IWJ^O 

! H-NMR (DMSO-d,, 500MHz) : 53. 9 4 (s, 3H) , 
3. 96 (s, 3H) , 6. 48 (d, J = 5. 5Hz, 1 H) , 7. 29 (d, 
J=9. 2Hz, 2H) , 7. 39 (s, 1 H) , 7. 52 (s, 1 H) , 7. 
88 (d, J=4. 3Hz, 2H) , 7. 92 (d, J=8. 5Hz, 2 H) , 
8. 48 (d, J=4. 9Hz, 1 H) , 8. 80 (d, J=4. 3Hz, 2 H) 
, 10. 6 (s, 1 H) 

MfefrtfHI (FD-MS P m/z) :40 1 (M + ) 



fSJfefll 6 1 

N- {4- [(6, 7--y^ ttv] 7^— ;U} - 

2 7 Z K (7 2) 

6, 7-vM h + v-4- (4-T^y'^^y^-» 4-7 U > (50mg) £ 

maSia©2 -**7*. yts^ym. U6mg) *n, N-pvfWAj? 

K (2ml) IwjgjBU l-^^;U-3- (3' - v> / f-JlsT i J 7°u h°;l/) ii 
Jltfy-f i KttUtt (9 9mg) fcfln^U Sfii:t6 2 H^KHM* L fcSU H»J 
5 1 t mm<0$kft^ «fc o TfittK U mm<Dit^^3 7mg. JRsp5 4%7?f§fc 0 
1 H-NMR (CDC 1 „, 500 MHz) : (5 4. 02 (s, 3H), 



WO 97/17329 PCT/JP96/03229 

7 9 



4. 04 (s, 3H), 6. 46 (d, J=5. 5Hz, 1 H) , 7. 11 (m, 
1H), 7. 17 (d, J=8. 6Hz, 2 H) , 7. 40 (s, 1 H) , 
7. 55 (m, 1H), 7. 56 (s, 1 H) , 7. 73 (d, J=8. 5Hz, 
2H), 7. 73 (m, 1 H) , 8. 38 (s, 1 H) , 8. 48 (d, J = 
4. 9Hz, 1 H) 

nm&vm cfd-ms, m/z) :4oe (m + ) 



H»J6 2 

N- {4- [ (6, h^y-4-t;'J-^) j^frj/] ^x— ;b} - 

4-¥y ^-jlsjjJim-V-i K (7 3) 

6, 7-5?.* h**>-4- (4-7i;7xy + -» (52mg) £ 

h U iW; >/mt/ ?ls> (3ml /2ml) K!B»U rUKiSi© IT 7 * 

o 'J K (8 0mg) ^flox.. ifii:T2 5 B#Rfllt# L fc 0 SJS 

H — NMR (DMSO-dg, 5 0 0MHz) : 53. 95 (s, 3 H) , 
3. 95 (s, 3H) , 6. 48 (d, J=5. 5Hz, 1 H) , 7. 28 (d, 
J=9. 2Hz, 2H) , 7. 40 (s, 1H), 7. 43 (t, J=7. 3H 
z, 1H) , 7. 50-7. 53 (m, 3 H) , 7. 77 (d, J=7. 3Hz, 
2H), 7. 85 (d, J=8. 6Hz, 2 H) , 7. 96 (m, 2 H) , 
8. 08 (d, J=8. 5Hz, 2H), 8. 48 (d, J=4. 9Hz, 1 H) 
. 10. 4 (s, 1 H) 
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fit^KFD-MS, m/z) : 4 7 6 (M + ) 

mmm 6 3 

N- {4- [ (6, h**>-4-*y U-^) - 

(4 -7 *—Jl>) ftJltf K (7 4) 

6, h + ->-4- (4-7;;7x; + y) +7 'J > (5 2mg) £■ 

h 'Jxf;[,7; (3 m 1/2 m 1) U ^©4-^ 

h + v^ISi^ p'JFCO. 0 7ml) £fln>U 1SCT3 0B#ratJI#Lrt:&» 

njs^j6 2 tmm<D&mz&-oTmmu ii®ft^3 4m g , «$4i% 

1 H-NMR(CDC1 3 , 500 MHz) : <5 0. 99 (t, J = 7. 3H 
z , 3 H) , 1 . 5 2 (m, 2 H) , 1 . 8 0 (m, 2 H) , 4 . 0 3 (m, 2 
H) , 4. 04 (s, 3H), 4. 05 (s, 3H) , 6. 47 (d, J=4. 
9Hz, 1H), 6. 95 (d, J=9. 2Hz, 2 H) , 7. 18 (d, J = 
9. 2Hz, 2H) , 7. 46 (s, 1 H) , 7. 57 (s, 1H), 7. 74 
(d, J=9. 2Hz, 2H) , 7. 86 (d, J=9. 2Hz, 2 H) , 8. 
10 (s, 1H) , 8. 49 (d, J=4. 9Hz, 1 H) 
KS^tFrfSl (FD-MS, m/z) : 4 7 2 (M + ) 

H*fe0>J 6 4 

N — {4- [ (6, 7-'^ht'>-4-^'J^) £4^] - 
(4 -^o^^^^.;b) £jM£4jJ K (7 5) 
6, 7-v f ^h + v'-4- (4-7;;7x;+-» +;>J> (52m g) t 
rUin D o®4-7'P : &$Mi (7 8mg) £N, N-^f^4/A7; F (2 
ml) drgfgU 1 -xf;b- 3 - (3' -i^y Wiy^DtOl/) *;MC$> 
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-r ^ vmmt& (io2mg) sskti immmwLtz^ mums i 

1 H-NMR (CDC 1 g . 500 MHz) : 8 4. 07 (s, 3H), 4. 
07 (s, 3H) , 6. 53 (d, J=5. 5Hz, 1 H) , 7. 22 (d, J 
= 9. 2Hz, 2H), 7. 37 (s, 1 H) , 7. 50 (s, 1 H) , 7. 6 
2 (s, 1H) , 7. 65 (d, J=8. 6Hz, 2 H) , 7. 84 (d, J = 
8. 6Hz, 2H) , 7. 86 (d, J=8. 6Hz, 2 H) , 8. 41 (d, 
J=5. 5Hz, 1H) 
«*##H6 (FD-MS, m/z) : 4 7 8 (M + ) , 4 8 0 (M + +2) 

6 5 

N- {4- [(6, h^y-4-^;'J-^) t^->] 7 ^—M - 

h^>#;U#'— ;U) ^2k£±^li if (7 6) 
6, h*i>-4 - (4-7;y7i7 + y) +7'J> (lOOmg) 

irUSRSo-ty /^JlTUyfJlrWi (1 3 Omg) £N, N - *J * f;b^M7 
^ K (4ml) Ki&flPU (3' - ^7 ; y t°;l/) 

5 K£R£ (2 2 7mg) £3jo*.. 8 B#IBJ«£# L fcllU H 

1 H-NMR (CDC 1 g, 500 MHz) : 6 3. 98 (s, 3H), 4. 
06 (s, 3H) , 4. 06 (s, 3H) , 6. 49 (d, J=4. 9Hz, 1 
H) , 7. 22 (d, J = 9. 2Hz, 2H), 7. 43 (s, 1 H) , 
7. 56 (s, 1H), 7. 76 (d, J=9. 2Hz, 2H) , 7. 97 (d, 
J = 8. 6Hz, 2H) , 8. 18 (d, J=8. 6Hz, 2 H) , 8. 49 
(d, J = 5. 5Hz, 1H) 
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MMftmrn (FD-MS, m/z) : 4 5 8 (M + ) 

mmm 6 6 

N- {4- [(6, 7--^^ h^->-4-^y'J-ib) t^y] y*-Jl} - 
2 — fc° D ^ $ K (7 7) 

6, 7-v^ h + i>- 4 - (4-7;/7x; + -» + 7 'j > (50m g) <h 
Wo©t°3'J>i (4 2mg) £N, N-i?yfM^A7; K (2ml) {c 

(3' - >>V f-;UT $ 7 t°;l0 i K*g 

(1 2 3mg) ^Sox. N lfii:t 1 9B^r H m^L/^ HS£#J 5 1 tW\m<D 

! H-NMR (CDC1 3> 500 MHz) -.6 4. 06 (s, 3H), 4. 
06 (s, 3H) , 6. 49 (d, J=5. 5Hz, 1 H) , 7. 23 (d, J 
= 8. 6Hz, 2H), 7. 43 (s, 1 H) , 7. 51 (m, 1 H) , 7. 5 
8 (s, 1H) , 7. 89 (d, J=9. 2Hz, 2 H) , 7. 94 (m, 1 H) 
, 8. 33 (d, J=8. 0Hz, 1 H) , 8. 50 (d, J=5. 5Hz, 1 
H) , 8. 64 (dd, J = l. 8, 4. 9Hz, 1 H) 
nmftffim (FD-MS, m/z) :40 1 (M + ) 



mmm 6 1 

N- {4- [(6, 7-y7h^->-4-^yj^) tty] 7x-i} - 
{4- [(6, 7-^7 h^y-4-+;'J-i) t+->] Z7 ^—jl} - (4 

h + v/*;!/^— ^7*— ;10 ^A-tf^itS K*y^y-^ (3ml) izfeM 
U 33 U 7 A7k»tt ( 1 . 5ml) ^rSox.. 1ST 2 B#|tfflK& L fc, 
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mm<D1b&V!}* 3 4 m g . i&m 4 5 HH-ntZo 

1 H-NMR (DMSO-d 6 , 5 0 0MHz) .6 3. 9 3 (s, 3 H) , 
3. 94 (s, 3H), 6. 47 (d, J=5. 5Hz, 1 H) , 7. 28 (d, 
J = 9. 2Hz, 2H) , 7. 39 (s, 1 H) , 7. 51 (s, 1 H) , 7. 
92 (d, J=9. 2Hz, 2H), 8. 07 (m, 4 H) , 8. 47 (d, J 
= 5. 5Hz, 1 H) , 10. 5 (s, 1H) 
H»5>IF?M (FD-MS, m/z) : 44 4 (M + ) 



nmm 6 8 

N- {4- [(6, 7-^F^>-4-t;'J-ib)^y] 7 ~ 
fta'Ofl'jjjlstf^y-z K (7 9) 

6, 7-i?M h*i>-4- (4-7;;7x; + y) +7 U > (53mg) t 
W n n a©y^o^>^>^;^>t (66mg) £N, N-y7f^;l/A7; 
K (2 m I) fc&flPU 1 -jl^jI- 3 - (3' -^^ f ^7 ; ;^nh'^) # 
5 Kiggftg (1 1 Omg) Ztiaz.^ SSCT1 7BSfa«#Lrt:^ HJfc 
09 5 1 £ |alil©^fp{c «k -> Tiff$5! U m.m<Dit^m^: 35mg, iR^ 5 0 

/ »— O 

1 H-NMR (CDC 1 3 , 5 0 OMH z) : 5 1. 6 4 (m, 2 H) , 
1. 8 1 (m, 2H), 1. 9 1 (m, 4H), 2. 7 5 (m, 1H), 
4. 04 (s, 3H), 4. 04 (s, 3H), 6. 44 (d, J=4. 9Hz, 
1H), 7. 13 (d, J=9. 2Hz, 2 H) , 7. 45 (s, 1 H) , 7. 
55 (m, 1H), 7. 65 (d, J=8. 6Hz, 2H), 8. 47 (d, J 
= 5. 5H z, 1 H) , 
K*&Vm (FD-MS, m/z) : 3 9 2 (M + ) 
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mmm 6 9 

N- {4- [ (6, b*is-4-*; U-AQ y^-Jl} - 

T?-?y?yt))V#*yri K (8 1) 

6, 7-v^h*v-4- (4-7;;7x;*-» *>"J> (51m g) £ 
TfjSRSeDT^v:/* (llOmg) £N, N-v?^f^;bA7; 

K (2ml) lc?gfl¥U 1 -jl^-jI- 3 - (3' - ! J * ^JlT i J zfu t°;U) * 
^ Ki£®?ig (1 0 7mg) &m?L. IfiCTl 5 BSrfflHB* L fcfc. HJ£ 
#J5 1 £l^«©aif^»cJ:oTflWKU mmcDit&WZl 3mg, ]&§pl 7%T1# 

1 H-NMR (CDC 1 „, 500 MHz) : 6 1. 82 (m, 6H), 
2. 0 0 (m, 6H), 2. 1 3 (m, 3 H) , 4. 0 5 (s, 3H) , 
4. 05 (s, 3H), 6. 44 (d, J=4. 9Hz, 1H) , 7. 15 (d. 
J =9. 2Hz, 2 H) , 7. 42 (s, 1H), 7. 55 (m, 1H), 7. 
64 (d, J=9. 2Hz, 2H) , 8. 46 (d, J=4. 9Hz, 1 H) , 

(FD-MS, m/z) : 4 58 (M + ) 



MJfe^J 7 0 

N- {4- [(6, 7-v?^h^'>-4-t;'J-^)^'>3 2^£^k> ~ 

(4-7-teh^->7x-;l/) ^kjj±±i !l (8 0) 

6, h + y-4- (4-7^7x; + -» +yj> (llOmg) 

£rfJiSa©4-T-fe h + i/$E§t (2 0 7mg) *N, N - >J * f;W;W7 
S K (6ml) KjgjUU 1 3 - (3' -^7f-^7i;^Dt°;b) 

*7;l/*KSM S Kitlfett (2 2 3mg) £tJ0;t. SfflKT7l$IS]«#L*:BU HJfg 
#J5 1 £^®&mc£^T*ifSSlU mm<D4k&®*l 2 3mg. iRs*7 2%-e 
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1 H-NMR (CDC 1 g , 500 MHz) : 5 2. 3 5 (s, 3H) , 4. 
06 (s, 3H), 4. 06 (s, 3 H) , 6. 49 (d, 3=4. 9Hz, 1 
H) , 7. 21 (d, J=9. 2Hz, 2H), 7. 25 (d, J=9. 1Hz, 
2H), 7. 43 (s, 1H), 7. 56 (s, 1 H) , 7. 73 (d, J=9. 
2Hz, 2H), 7. 87 (s, 1 H) , 7. 93 (d, J=8. 6Hz, 2 H) 

8. 5 0 (d, J = 5. 5 H z, 1 H) , 

K*##fl£ (FD-MS, m/z) : 4 58 (M + ) 



H»] 7 1 

N- {4- [(6, 7-;'n4y-4-^;'J^)t^y] Z^Eik> Z 
2- (6-7-bh^'>t7f;l/) ^M£4jJ K (8 2) 

6, 7-^^y-4- (4-7;77xy + y) +;>J> (5 lmg) <h 

rf3|SS©6-T-b h + ->-2-^-^ big? (1 2 lmg) J£N, N-y^f;^ 

K (2ml) KSgfPU 1 -xfjb- 3 - (3' -y7W;;^o 

t°;U) ijA,tf*J4 ^ Kifiifttg (124mg) £fln;L. ISlCT 1 3 BtRSttfti L 

^ ^$fe#J5 1 £l^«©iRffrc«fcoTJRia!!U &m<D4te>yq%: 6 6mg, J&j£7 
5 %Tr^/c 0 

H-NMR (DMSO-dg, 5 0 0MHz) : 52. 38 (s, 3 H) , 
4. 03 (s, 3H), 4. 05 (s, 3 H) , 6. 49 (d, J=5. 5Hz, 
1H), 7. 20 (d, J=9. 2Hz, 2 H) , 7. 30 (dd, J=2. 4, 
9. 2Hz, 1H) , 7. 42 (s, 1H), 7. 5 7 (m, 1 H) , 7. 6 1 
(d, J = l. 8Hz, 1H), 7. 81 (d, J=9. 2Hz, 2 H) , 7. 
86 (d, J=8. 6Hz, 1H), 7. 89 (d, J = 9. 2Hz, 1 H) , 
7. 94 (d, J = 8. 6Hz, 1H), 8. 38 (s, 1 H) , 8. 49 (d, 
J=4. 9Hz, 1H) 
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(FD-MS, m/z) : 5 0 8 (M + ) 



mrnm 1 2 

N- {4- [(6, 7-^n^->-4-^y'i-^) t^y] y ^-M - 
(4-bKo^y7x-;l/) t> X K (8 3) 

N- {4- [(6, 1 - : J* Y*i/-A-*J »J— ;i0 *4">] 7x-;H - 
(4 -T-fe h + ->^i^;U) K (1 0 3 m g) £y ^7 (4m 

i ) i-mm u 35 %y\<mitti u ^ atk^ ( 2 m 1 ) i-st 5 e^it 

1 H-NMR (DM S O — d g, 500 MHz) : 53. 94 (s, 3H), 
3. 95 (s, 3H) , 6. 46 (d, J=4. 9Hz, 1 H) , 6. 87 (d, 
J=8. 5Hz, 2H) , 7. 24 (d, J = 9. 2 H z , 2H) , 7. 39 
(s, 1H) , 7. 52 (s, 1H), 7. 87 (d, J=8. 6Hz, 2H), 
7. 90 (d, J=9. 2Hz, 2 H) , 8. 47 (d, J=5. 5Hz, 1 H) 
, 1 0. 1 (s, 1 H) 

##fffi (FD-MS, m/z) : 417 (M + +l) 



mmm 1 3 

N — {4- [ (6, h*is-4-*J V—Jl) 7x- M - 

2- (6-bF'n4->7-7f^) K (8 4) 

N — {4- [ (6, 7->M \>*i/-A-*J 'J— JlO 7x^} - 
2- (6-T-fe h**>*- "7 tuim-Vi K (4 7mg) (4 

ml) izmmt, 3 5%7K®Kfc* V ^A7j<7g& (2ml) Ifif5^f| 
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8 6 %-cmzo 

H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 95 (s, 3 H) , 
3. 95 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 H) , 7. 18 (m, 
1H), 7. 2 0 (s, 1H), 7. 27 (d, J=8. 6Hz, 2H), 
7. 39 (s, 1H), 7. 53 (s, 1 H) , 7. 80 (d, J=8. 5Hz, 
1H), 7. 92~7. 98 (m, 4 H) , 8. 4 7-8. 4 8 (m, 2 H) , 
10. 0 (brs, 1 H) , 10. 4 (s, 1 H) 
li^tt (FD-MS, m/z) : 4 6 7 (M + +l) 

wmm 7 4 

N- (4-^ b*i/7*-Jl) -N / - {4- [ (6, h4-y-4- 
tyj-^) ;fr4^>] 7^— ;U} -)l/7 (4 3) 

6, 7->>V h^^>-4- (4-T^ y !7W*-» ^yj> (53mg) £ 
h;bi> (3ml) KUammmttz^ A-/ h + y7xz;Kv-> 7 ^- h 
(0. 2ml) 3 0 fimuMMfti L tfffcB LT^/:i H B B M U h 

^>-e^fe^-5C<b{ci;«9^S©>f[:^^5 4mg, iK§£6 8%T:1§*: 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 72 (s, 3 H) , 
3. 94 (s, 3H), 3. 95 (s, 3 H) , 6. 44 (d, J=4. 9Hz, 
1H), 6. 87 (d, J=8. 5Hz, 2H), 7. 19 (d, J=9. 2H 
z» 2H) , 7. 37 (d, J=8. 5Hz, 2 H) , 7. 38 (s, 1 H) , 
7. 52 (s, 1H), 7. 58 (d, J=8. 5Hz, 2 H) , 8. 46 (d, 
J=5. 5Hz, 1H), 8. 50 (s, 1 H) , 8. 73 (s. 1 H) 
W&ftVrm (FD-MS, m/z) : 4 4 5 (M + ) 



WO 97/17329 PCT/JP96/03229 

8 8 



mmm 1 5 

N- (4-7;i/tD7x-;l/) -NT - {4- [ (6, 1-m h 4- -> - 4 - 
ty'J-jb) 7x^.;l/} 7 1/7 (4 4) 

6, 7-y> h^>-4- (4-7;;7xy + y) 4-7 U > (54mg) £ 

h;bJi> (3ml) IcJnttiS*? L 4-7;l/*o7x-MVi/7*-h 

(0. 2ml) &1mz-, 7 OftmmM&ffiLtZo VrtiiLTZtzmik&timU h 

S C i C i ^) IJiOik^^ 3 8 m g , 1R^4 8%T^7t 0 

1 H-NMR (DMS0-d c , 50 OMH z) :c53. 94 (s, 3H), 

o 

3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 12 (m, 
2 H) , 7. 19 (m, 2H) , 7. 3 8 (s, 1 H) , 7. 4 7 (m, 2 H) , 
7. 51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2 H) , 8. 45 (d, 
J=5. 5Hz, 1H), 8. 72 (s, 1H), 8. 79 (s, 1H) M 
ftVrm (FD-MS, m/z) : 4 3 3 (M + ) 



mmm 1 6 

N- (4 -7p^7^-;1) -N' - {4- [ (6, 7-^7 h*->-4-4 

6, h + ->-4- (4-7;;7x^y) +;>J> (5 2mg) £ 

h;Uji> (3ml) L rt:^ 4-7*Dt7xi;Kvm-h 

(0. 2ml) £flnx. N 5 O^JOlfeiSmL^o tfmLTSfcttSfcilBKU b 
>-e^-T -5 d t K ck 19 mM<Dit^m^ 56mg, 6 4 tz 0 

1 H-NMR (DMSO-dg, 50 OMH z) : <5 3. 94 (s, 3H), 
3. 95 (s, 3H) , 6. 44 (d, J=5. 5Hz, 1 H) , 7. 19 (d, 
J=9. 2Hz, 2H) , 7. 39 (s, 1 H) , 7. 45 (m. 4H) , 7. 
51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2 H) , 8. 46 (d, J 
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= 5. 5Hz, 1H), 8. 86 (s, 1H) , 8. 86 (s, 1 H) 
WmftVrm (FD-MS, m/z) : 49 3 (M + ) , 4 9 5 (M + +2) 

N- {4- [(6, 7-^h^>-4-^'J^)^^3 y*.-)l) - 
W - (4 h ay )V) ^1/7 (46) 

6, 7->^ h + (4-7;;7 i y + y) +;>J> (103m g) 

2-h;loi> (10ml) IzUommmLtz^ 4--ho7x^WVy7^-h 
(3 6 6mg) 60&mimm&ffiLtz o WBLT*fcea*iTOU h 

>-ez5fe^f £ C £ K «k «9 &m<D4t&®l& 1 4 1 m g N JR^ 8 8 %Tr*#*r 0 
1 H-NMR(DMSO-d 6 , 500 MHz) : 6 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 23 (d, 
J=8. 6Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (s, 1H), 
7. 62 (d, J=9. 2Hz, 2 H) , 7. 71 (d, J=9. 2Hz, 2 H) 
, 8. 20 (d, J = 9. 2Hz, 2 H) , 8. 46 (d, J=5. 5Hz, 1 
H) , 9. 08 (s, 1H), 9. 49 (s, 1 H) 

(FD-MS, m/z) : 4 6 0 (M + ) 

mmm 1 8 

N- (4-^H7x-^) — N' - {4- [ (6, 7- : J* b*f-4-* 
JV-)V) j^J/] 7^ — M *?VT (4 7) 

6, 7-2** h*->-4- (4-7;77i; + y) +7'J> (5 Omg) £ 
hJlx-y (3ml) teftfllW^ L fcfiK 4-7^7x^7^7^- h 
(0. 2ml) £Jd*.n 2 6 ^raSD«Wt«E L yto ^7nn*;bV7tb> 

(i o/i) t?sHt* a-^vr^y^ -i^^^mmt^ m 
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m<D4t&yn& 3 6 m g N iR^ 4 5 %-Cl#fc 0 

1 H-NMR (CD C 1 3 /CD 3 OD, 500MHz) : 50. 93 (m, 
3H) , 1. 3 5 (m, 2H) , 1. 5 7 (m, 2H), 2. 5 7 (m, 2 H) , 
4. 06 (s, 3H), 4. 06 (s, 3H), 6. 49 (m, 1H), 7. 1 
4 (m, 4H) , 7. 33~7. 62 (m, 6H) , 8. 39 (m, 1 H) 

RI^Wfi(FD-MS, m/z) : 471 (M + ) 



mmm 1 9 

N- (4 — T ^ J y a.—JV) -N' - {4- [ (6, h^->-4-* 
7 'J *±id 7*—M VVT (4 8) 

N — {4- [ (6, 7-vM h^^-4-4-7 U -^) **^] 7 ^—M - 
N' - (4-— ho) 7x^1/7 (lllmg) £N, N-y7f;^^A 
7* K (7ml) izmmL^ 1 O^Tk&ft'^v^A-^m (1 0 Omg) ZUq 

"'"H-NMR (DMSO-dg, 500 MHz) :<53. 94 (s, 3H), 
3. 94 (s, 3H), 4. 74 (brs, 2H), 6. 43 (d, J=4. 9 
Hz, 1H), 6. 52 (d, J=8. 6Hz, 2 H) , 7. 08 (d, J = 
8. 6Hz, 2H) , 7. 16 (d, J=9. 2Hz, 2 H) , 7. 38 (s, 
1H), 7. 51 (s, 1H), 7. 55 (d, J=9. 2Hz, 2 H) , 
8. 14 (s, 1H), 8. 45 (d, J=4. 9Hz, 1 H) , 8. 61 (s, 
1H) 

WMftffim (FD-MS, m/z) : 4 3 0 (M + ) 
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mmms o 

N- (4 -T-b^Jly jl— )V) — N' - {4- [ (6, h^-'y-4- 
J-JV—jl) *±iS] y^—Jl} yUT (4 9) 

6, 7-5?* h*f-4- (4-T^y^^7^'» +7'J> (5 lmg) £ 
h;bi> (3ml) iztinmmMLti^ 4 - 7tf ;l/7x^;K Vy7* - h 
(2 10mg) £fln;L. 2 0 #F^ta!&igafc L ^^oa^W7th> 
(1 0/1) ■pgBBtS>"J*m7AJ'n7 h^7-f - 1- «fc D «»! U S 
m<D{t£t®}%: 5 0 m g N JR^S 6 4 %Tl#7t 0 

1 H-NMR (CDC1 3 /CD 3 OD, 500 MHz) :<52. 59 (s, 
3H) , 4. 07 (s, 3H) , 4. 07 (s, 3 H) , 6. 50 (d. J=5. 
5Hz, 1H) , 7. 17 (d, J=8. 5Hz, 2H) , 7. 36 (s, 1 H) 
, 7. 58 (s, 1 H) , 7. 5 8 (d, J =8. 5Hz, 2H), 7. 60 
(d, J=8. 5Hz, 2H) , 7. 94 (d, J=8. 5Hz, 2H), 8. 
4 0 (d, J =5. 5Hz, 1H) 
Wmftffim (FD-MS, m/z) : 4 5 7 (M + ) 



mmm s 1 

N — {4- [ (6, h^->-4-^;'J-^) ±±2] "7^->>U} - 

N' - (4 -y^j *i/y Ad out (50) 

6, 7 - ; J* b*i/-4 - (4-7;77x; + y) (5 3mg) £ 

h;loc> (3ml) lz]jQMMMLtz'&^ 4-7xy + ->7x^K V->7^- h 
( 0 . 2ml) &lJQ^ 3 0 ftmtiQm&ffi. L fc 0 * a o * ;U A/T-t? h > 

(1 0/1) "CggSt** v"; JjYjWpJ*? u-vbr^yj £ 
&<0<t£tto&5 5mg N iRj$6 0%-e^/io 

1 H-NMR (CDClo/CD q OD, 500 MHz) : 54. 46 (s, 
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3H) , 4. 46 (s, 3H) , 6. 51 (m, 1 H) , 6. 98-7. 62 
(m, 1 5H) , 8. 4 0 (m, 1 H) 
K*5WHI (FD-MS, m/z) : 5 0 7 (M + ) 

mmm 8 2 

N — (4-^vynb°^7x-;b) — N' - {4- [(6, 7-->7F^->- 
4-^yj-;b) gjrS/j (5 1) 

6, 7-i>V h + v-4- (4-7; y 7 1 y + •» +7 'J > (5 lmg) £ 
h;bjc> (3ml) {canjfcjgjl? L 4 — fV^Dt^7x^Mvm- 
h (0. 2ml) Srfln*.. 2 6ftffl1mm&MLtz c £SS£? o o *;l>A/T-fe h 

> (lo/i) -ejg§fl-#-<5 >u ^w^^a^ h^77^ -K&<ommu 

&M<D4t&W& 70mg, JR* 9 0 %Ti#*r 0 

^ H-NMR (C D o 0 D, 500 MHz) : 5 1. 18 (d, J =6. 7H 
z, 6H) , 2. 82 (m, 1H), 3. 97 (s, 3 H) , 4. 01 (s, 3 
H) , 6. 37 (d, J=5. 5Hz, 1 H) , 7. 04 (d, J=8. 5Hz, 
2H) , 7. 11 (d, J=8. 5Hz, 2H) , 7. 25 (d, J=8. 5H 
z, 2H), 7. 26 (s, 1H), 7. 38 (s, 1 H) , 7. 41 (d, J 
= 9. 2Hz, 2H), 7. 54 (s, 1 H) , 7. 82 (s, 1 H) , 8. 0 
3 (s, 1H), 8. 42 (d, J=5. 5Hz, 1 H) 

mftmm. (FD-MS, m/z) : 4 5 7 (M + ) 

mmm 8 3 

N- (4 - h U 7;l/tnyfJb7x-Jl/) -N' - {4 - [ (6, 7 - >M h 
±i^-4-*; , )—J±) Hr^^l 7 x.—M "^1/7(52) 



6, 7->M h*S/-4- (4-7;;7x^-» *>V> (5 3mg) £ 
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bJi^y (3mo \z-mmmmLtzi&^ 4- h^Mn^wx- ;k y 

T*-h (0. 2ml) £#nx.. 1 0 ^Pam^iS^ L tz 0 ffiitiLTZtz&MiZm 

1 H-NMR (CDC 1 3 , 500 MHz) : <5 4. 05 (s, 3H) , 

4. 05 (s, 3H) , 6. 52 (d, J=5. 5Hz, 1H) , 7. 18 (d, 

J=9. 2Hz, 2H), 7. 36 (s, 1 H) , 7. 56 (s, 1 H) , 

7. 59 (d, J=8. 6Hz, 2 H) , 7. 62 (d, J=8. 6Hz, 2 H) 
, 7. 63 (s, 1H), 8. 40 (d, J=5. 5Hz, 1 H) 

WMfttiriiM. (FD-MS, m/z) : 4 8 3 (M + ) 



HJfe^J 8 4 

N- (4-n-y^;b^x-;b) -N / - {2- [ (6, 7 - >M h^>-4 
-4^7 U AO ^-^->] fruy (14 7) 

m^tzlZfritWimizglLtzG, 7-^n + >>-4 - (2-^>D7x7 + -» 
+ 7 'J >«rH«8^l4 9i|5»*{c«5cLT^c. 6, 7-^h*->-4- (2- 
T ^ ;7x7*y) +7 U > (5 6mg) £ Y)lz-y (3ml) JcJnfWlJ^j!? L ^ 
4-n-7*f;l/7x-;Ky'>7*-h (0. 2ml) £fln*^ 3 O^HSn 
iWWKLfco SM^nD*^A/7th> (10/1) -eJggg-f £ y ii fjl 
tn-rhy^y* -K£*)mWlL^ mm<D4t&®&4 5mg, J£i£5 0%T»fe o 
■•■H-NMR (CDClg, 5 0 0MHz) : 6 0. 8 9 (t, J = 7. 3H 
z, 3H) , 1. 3 0 (m, 2H), 1. 5 2 (m, 2H) , 2. 5 0 (m, 2 
H) , 3. 90 (s, 3H) , 3. 93 (s, 3 H) , 6. 22 (d, J = 
4. 9Hz, 1H), 6. 87 (d, J=7. 3Hz. 1 H) , 6. 96- 
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7. 01 (m, 4H) , 7. 15 (brs, 1 H) , 7. 28-7. 31 (m, 
4H) , 8. 12 (brs, 1 H) , 8. 26 (d, J=4. 9Hz, 1 H) , 

8. 5 8 (d, J = 7. 9H z, 1 H) 
«S##fffi (FD-MS, m/z) : 471 (M + ) 



mmm 8 5 

N- (4 -n-'7 1 f-Jl7*—Jl) — N' - {3- [ (6, 7 - it / h*is-4 
-*rJV)V) *±jA y^-jl) OUT (9 1) 

HJ£^"J4 8f-:fcUT^ 4-— hD7x;-;H:^T3-- ho7x7- ;U£- 
ffl^fc&a>li!aMitcS!!Lfc6, 7-^ h*5/-4- ( 3 -— r- n 7 * J 
+ y U >&m&&\4 9<h|HH£lc«7cL-at7t. 6, 7-^h*i'-4- (3- 
T ^ 7 7xy+-» ^;'J> (5 lmg) £ h;loi> (3m 1 ) icfln&igtfgL*: 
4-n-^l/7x-Mv>7^-h (0. 2ml) ^Jn^. N 5 OftHtim 
MMMLLtio 3Sa*^na*W7-bh> (10/1) 7?SB8f 6 -> U 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 0. 8 9 (t, J=7. 3H 
z , 3 H) , 1 . 3 0 (m, 2 H) , 1 . 5 2 (m, 2 H) , 2 . 5 1 (m, 2 
H) , 3. 95 (s, 1H), 4. 00 (s, 1 H) , 6. 49 (d, J=5. 
5Hz, 1H), 6. 81 (d, J=8. 0Hz, 1 H) , 7. 04 (d, J = 
7. 9Hz, 2H), 7. 21-7. 30 (m, 5 H) , 7. 37 (s, 1 H) , 

7. 51 (s, 1H), 7. 84 (brs, 1 H) , 8. 24 (brs, 1 H) , 

8. 4 3 (d, J =4. 9H z, 1 H) 
K*#tffffi (FD-MS, m/z) : 471 (M + ) 
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H»J8 6 

N-n-73-Jl-N' - {4- [(6, 7 - : J * h*'>- 4 -4-7 D )V) 

->] y*-M <yur (13 9) 

6, 7-i?y h*->-4- (4-7S;7x; + -» +yj> (5 lmg) £ 
h;l^c> (3ml) IcanHftj®!? L n-^Kvm-h (0. 2ml) 
1 4mmimMM%iLtZo WStetuu-frhU/T-bYy (10/1) ~V 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 0. 9 3 (t, J = 7. 3H 
z, 3H) , 1. 3 7 (m, 2H) , 1. 5 3 (m, 2 H) , 3. 2 8 (m, 2 
H) , 4. 04 (s, 3H), 4. 04 (s, 3H) , 5. 04 (brs, 1 H) 
, 6. 4 4 (d, J =5. 5 Hz, 1 H) , 6. 9 8 (brs, 1 H) , 7. 1 
1 (d, J = 9. 2Hz, 2H) , 7. 41 (s, 1 H) , 7. 43 (d, J = 
9. 2Hz, 2H), 7. 55 (s, 1 H) , 8. 46 (d, J=4. 9Hz, 
1 H) 

KMftVrm (FD-MS, m/z) :3 9 5 (M + ) 



mmm 8 7 

N- {4- [ (6, -*J 'J;lQ 7*-M - 

(4-h'J7;l/tnyf;l/7x-;l/) jMd£±^l§ £ (15 7) 

6, 7-^h + ->-4- (4-7;;7x; + >» +yj> (5 3mg) £ 
TUiSa©4 - h U 7^oy * (1 0 2mg) £N, N-v^^;l/* 

JIBUTI K (3ml) ic^L^m. 1 -xf;b- 3 - (3' 
:t°o t°Jl>) #;U**vM ^ Kttittl (1 0 2mg) £flnx.N ISl-Tl 4^«j^ 
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^H-NMR (CDC L , 500 MHz) : 54. 04 (s, 3 H) , 4. 

05 (s, 3H) , 6. 48 (d. J=4. 9Hz, 1 H) , 7. 22 (d, J 
= 8. 5Hz, 2H), 7. 41 (s, 1 H) , 7. 55 (s, 1 H) , 7. 7 

6 (d, J=8. 5Hz, 2H) , 7. 76 (d, J=8. 6Hz, 2 H) , 8. 
02 (d, J=7. 9Hz, 2H), 8. 13 (brs, 1 H) , 8. 49 (d, 
J = 5. 5Hz, 1H) 

mfttirm (FD-MS, m/z) : 4 6 8 (M + ) 



HJfe#l8 8 

N- {4 - [ (6, 7-^n^->-4-^7'J;i/) j^vp 7x-;l>} - 
(4-'>»n^i/Jb7x~;l/) ^k£±^i H ' (15 8) 
6, 7-i>7F + ->-4- (4-7;;7x7 + y) *y U > (5 2mg) <t 
rUagS©4 o^+v'^J&SSfc (109mg) N- f-;l/*;UA 

Ti K (3ml) KijgflPLfcSU (3' -^WU^d 

t°A0 a^sM ^ (1 1 Omg) £fln;i. lfii:tl 4B#ia«#L*: 

6 4%T1§^o 

1 H-NMR (CDC 1 3 , 500 MHz) :<51. 2 5-1. 86 (m, 
10H) , 2. 5 5 (m, 1H), 4. 0 1 (s, 3 H) , 4. 0 3 (s, 3 H) 
, 6. 46 (d, J=5. 5Hz, 1 H) , 7. 16 (d, J=8. 5Hz, 2 
H) , 7. 27 (d, J=7. 9Hz, 2 H) , 7. 39 (s, 1 H) , 
7. 55 (s, 1H), 7. 75 (d, J=9. 2Hz, 2H) , 7. 83 (d, 
J = 8. 6Hz, 2H), 8. 46 (d, J=5. 5Hz, 1 H) 
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ffi&fttfHI (FD-MS, m/z) : 4 8 2 (M + ) 

mmm 8 9 

N- {3- [ OS, 7-^^->-4-^7'J^) ±±2] - 
(4 - t -7^:7^— )V) K (15 9) 

6, 7 ->M h 4-^-4 - (3-7;;7x7^y) *J V > (5 4mg) £ 
miSS© 4 - t - -/^Jl^WMm (102mg) £N, N->?^f;^A7; 
K (3ml) izmBLtzW:^ (3 1 - ?j j +j\, 7 * j -? a t » ;l/ ) 

ijjwjj i vm&m. (i o 6m g ) ztian, muiz-c 6&fmm&Ltzi&, mm 

H — NMR (CDClg, 500 MHz) : <5 1 . 34 (s, 9H), 
4. 01 (s, 3H), 4. 04 (s, 3H) , 6. 55 (d, J=4. 9Hz, 
1H), 6. 97 (d. J = 7. 3Hz, 1 H) , 7. 29-7. 68 (m, 7 
H) , 7. 85 (d, J=7. 9Hz, 2H), 8. 48 (d, J=4. 9Hz, 
1H), 8. 5 9 (b r s, 1 H) 
WMftVrm. (FD-MS, m/z) : 4 5 6 (M + ) 

mmm 9 0 

N- {3- [(6, 7 -i^ h4^>-4-*7 D;U) 7-:fr3 - (4 

- t -7'f;b7x^;l/) jjJltf*-*)-* K (16 0) 

6, 7-'^h*i/-4- (3-7; ;7x-JW) +;'J> (6 2mg) 
£ miSS© 4 - t - 7*f^ISi ( 1 0 9 m g) £N, N - *J * *jl,*jlAT 
^ K (3ml) (c^L^m> l-xf;l/-3- (3' -^7f;b7;;7 p Dh° 
AO #;M*$M $ Ki£g?i£ (1 1 2mg) S-flOX.. lfilCT2 5B£Rgti#L^m. 
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-emtio 

1 H-NMR (CDClg. 500 MHz) : 51. 31 (s, 9H), 4. 
00 (s, 3H) , 4. 01 (s, 3H), 6. 83 (d, J=4. 9Hz, 1 
H) , 7. 20-7. 9 9 (m, 9 H) , 8. 0 6 (m, 1 H) , 8. 3 9 (d, 
J=4. 9Hz, 1H), 8. 60 (brs, 1 H) 

ftm&mm cfd-ms, m/z) : 472 cm + ) 



mmm 9 1 

N — {4- [ (6, 7 -if* |M0 fjj Tj^Eikl Z (4 

-^l/7x- ^7>>U^l7-$ j£ (16 1) 

6, h + ->-4- (4-75;7*y*-» (62m g) £ 

rfJBgiS,© 4 - 7f-;U£Jl#®? ( 1 0 4 m g ) £ N, N - -J / * Jl* Jl A T i K 
(3ml) izt&mtti&^ l-xf;l/-3- (3' - ! J * f-A,T I J ~f o \£)V) 
X W&MM (1 1 7mg) Ztiaz-, m^ZT2 1 B$Mil# Ltz^ H 
JSP] 5 1 £^©t£ffrc«k^Tffi$!!U SiOM*2 1mg, ©$2 2%T 

H — NMR (CDC 1„ , 5 0 0MHz) : 50. 94 (t, J=7. 3H 
z, 3H) , 1. 3 8 (m, 2H) , 1. 6 3 (in, 2H) , 2. 6 9 (t, J 
= 7. 9Hz, 2H), 4. 03 (s, 3H) , 4. 05 (s, 3 H) , 
6. 72 (d, J=4. 9Hz, 1 H) , 7. 30 (d, J=7. 9Hz, 2 H) 
, 7. 39 (s, 1H), 7. 42 (s, 1 H) , 7. 57 (d, J=8. 5H 
z, 2H), 7. 78 (d, J=8. 5Hz, 2 H) , 7. 81 (d, J=7. 
9Hz, 2H), 8. 08 (s, 1 H) , 8. 42 (d, J=5. 5Hz, 1 H) 
H*&ifm (ED-MS, m/z) :4 7 2 (M + ) 
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mmm 9 2 

N — {A- [(6, 7-^^ h^->-4-^;'J^) t^->] M - 

N' - (4 -y ^;U^-^--7^— ;LQ (16 3) 

6, 7-^h + ->-4- (4-7;y7xy + ^) +yj> (5 3mg) £ 
h;bi> (3ml) in^/§j^ L /c^ 4-yf;W7x-;KVy7^-F 
(0. 2ml)^ 8^r a 1^ilML/Co tff£tlLT^7tS B 1^2«^L. 
^^ft/f^SCiiC^^©^^^ 2mg, IR^7 6 %T^Co 

1 H-NMR (DMSO-dg, 500 MHz) : 6 2. A A (s, 3H), 
3. 94 (s, 3H), 3. 95 (s, 3 H) , 6. 44 (d, J=4. 9Hz, 
1H), 7. 19 (d, J=9. 2Hz, 2 H) , 7. 23 (d, J=8. 5H 
z, 2H) , 7. 38 (s, 1H), 7. 44 (d, J=9. 2Hz, 2 H) , 
7. 52 (s, 1H), 7. 58 (d, J=8. 6Hz, 2H) , 8. 46 (d, 
J=4. 9Hz, 1H), 8. 70 (s, 1 H) , 8. 79 (s, 1 H) 

St^I (FD-MS, m/z) :46 1 (M + ) 



mmm9 3 

N- (3 -jc h*-ist>Jlyj-*—Jl<7 x^JU) -N' - {4- [ (6, 1- : J* Y 
^v-4-^y jjr^] y^^M 9 1/7 (164) 

6, 7->^ h*->-4- (4-7$y7x;+-» +yj> (5 3mg) £ 
h;b.x> (5ml) icjD*ftjg)» L 3-il« + '>*M:-^7x-;W7v/ 
T*-h (2 8 4 nig) £JJ0;U 1 iWJflfflfc^ L fc 0 SS^7nD*W7 
(10/1) -CSHM-S5"J *TO7A^D7 F^?7^ -Kit) flits! 

u mmcDit^m^i 8m g> jr^2 o%-c»y£o 

1 H-NMR (CDC lg , 500 MHz) : 51. 38 (m, 3H), 
3. 98 (s, 3H) , 4. 0 5 (s, 3 H) , 4. 35 (m, 2 H) , 6. 4 
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5 (d, J=5. 5Hz, 1H) , 7. 12 (d, J=9. 2Hz, 2H), 
7. 40 (s, 1H), 7. 47 (d, J=9. 2Hz, 2H), 7. 47 (d, 
J=8. 6Hz, 2H) , 7. 58 (s, 1H) , 7. 96 (d, J=9. 2H 
z, 2H), 8. 05 (s, 1H), 8. 17 (s, 1H), 8. 47 (d, J 
= 5. 5Hz, 1H) 
Wmftffim (FD-MS, m/z) : 4 8 7 (M + ) 

|£«|J9 4 

N- (4-^nP7x-;l/) — N' - {4- [ (6, 7 - i? * h*->-4-4- 
7 U ;U) ±±j/] OUT (16 5) 

6, 7-*J* h + ->-4- (4-7;;7*;*'» *>"J> (52mg) £ 
(5ml) Kfln&T&fc? L fc^L 4-^no7x-Mvm-h 

( o . 2mi) &mz.^ i Bsraaui&flBfc l tz a w * lt^ ^ME^as* u h ^ 

1 H-NMR (DMSO-dg , 500 MHz) : «5 3. 94 (s, 3H), 
3. 95 (s, 3H) , 6. 44 (d, J = 5. 5Hz, 1 H) , 7. 20 (d, 
J=9. 2Hz, 2H), 7. 32 (d, J=8. 5Hz, 2 H) , 7. 38 
(s, 1H), 7. 49 (d, J=9. 2Hz, 2 H) , 7. 51 (s, 1 H) , 
7. 58 (d, J=9. 2Hz, 2H), 8. 46 (d, J = 4. 9Hz, 1 H) 
, 8. 83 (brs, 1 H) , 8. 83 (brs, 1 H) 
®*##fffi (FD-MS, m/z) : 44 9 (M+) ,451 (M + +2) 

nmm 9 5 

N- (2-^77 , nh^7x-;l) -N' - {4 - [ (6, 1- : J* Y*ci/- 
4-.*;>J;W 7 x.— M »U7 (16 6) 
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6, 1-*J* h + ->-4- (4-7;/7x;*«» ^7'J> (44mg) £ 
h;U^> (5ml) lwJn^»Lfc^ 2 --f V^n t;l/7 x-M V ->7*- 
h (0". 2ml) fcJa^U 8 0 ftmaMMm L fco ? n □ *;l/A/T-t? h 

> (10X1) -eSSB^S*>U *W?A707 h^TM - ic £ «9 ¥S£J U 

1 H-NMR (CDC 1 o , 500 MHz) : 6 1. 21 (m, 6H), 
3. 21 (m, 1H), 4. 04 (s, 3H), 4. 04 (s, 3 H) , 
6. 4 2 (m, 1 H) , 6. 6 3 (m, 1 H) , 7. 0 9-7. 5 5 (m, 11 
H) , 8. 4 6 (m, 1 H) 

WMftVtm (FD-MS, m/z) : 45 7 (M + ) 



mmm9 6 

N — {4- [(6, 7-^7 h^'>-4-^;'J^) t4^->] - 

6, 7-vy h*v--4- (4-7;;7xy + y) +;U> (5 lmg) * 
h;Ui> (5ml) KlmWmmLtz^ 7i-MV->7^-F (0. 2ml) 
£rtn^ 5 O^tQ^S^ItL^o ^56£y-nn*^A/T-tr h > (10/1) ~C 

2 lrag, iR*M 1%T1#^ 0 

1 H-NMR(CDC1 3> 500 MHz) : 54. 0 4 (s, 3 H) , 
4. 0 4 (s, 3H), 6. 6 1 (m, 1 H) , 7. 0 5 (m, 1 H) , 7. 3 
6-7. 44 (m, 10 H), 7. 99 (s, 1H), 8. 31 (s, 1 H) , 
8. 3 6 (m, 1 H) 
»S##r fit (FD-MS, m/z) : 431 (M + ) 
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mmm 9 1 

N- {4- [(6, 7 -if* h*is-4-*J jUO ±±iy] 7x£jj - 
N' - (2--hD7x-Jl/) -7 1/7 (168) 

6, 7 -'J/ - (4-7i;7x; + -» 4-y'J> (8 3 m g) £ 

h;l/i> (8ml) IzDnf&feMLtzW:^ 4--Fn7x-;KV->7?-h (3 
7 0 m g ) £fln;U 4 0 #fi&ta*&SBfc L *: 0 #t {±1 L T £ /cMH^atl* U h ;U jc 
>T-^-r^di^J;t9a^©<b^^5 8mg. J0M£4 5%T=^7t 0 

! H-NMR (DMSO-dg, 500 MHz) : <5 3. 94 (s, 3H), 
3. 95 (s, 3 H) , 6. 46 (d, J=5. 5Hz, 1H), 7. 2 2 (m, 
1H) , 7. 23 (d, J=9. 2Hz, 2 H) , 7. 38 (s, 1 H) , 7. 
51 (s, 1H) , 7. 62 (d, J=9. 2Hz, 2 H) , 7. 71 (m, 1 
H) , 8. 11 (m, 1H) , 8. 3 1 (m, 1H), 8. 4 6 (d, J =5. 
5Hz, 1H), 9. 62 (s, 1 H) , 9. 96 (s, 1 H) 

B«##HS (FD-MS, m/z) : 46 0 (M + ) 

mmm 9 8 

N- (2 — T ^ J ~7 x.—)ld -N' - {4- [ (6. 7-vM h^v-4-4- 

yy;u) ±±i/] -y^-M 7U7 (16 9) 
N — {4- [ (6, 7-'J/ b*->-4-*y u;u) *^>] - 

N' - (2--hD7x^) -7U7 (4 2mg) £N, N-^yf;^;bi,7 
^ K/^Ji^;!/ (12ml /6ml) 5C^L> 2 0 %7k8Kfc'^ 'J *? A-^ 
m ( 7 0 m g ) J&fln;U 7K^5?HmT^S{c T 3 B#^«^ L tz 0 5 

1 H-NMR(DMSO-d c , 500 MHz) : 5 3. 94 (s, 3H), 
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3. 95 (s, 3H), 4. 77 (brs, 2 H) , 6. 44 (d, J=5. 5 
Hz, 1 H) , 6. 5 8 (m, 1 H) , 6. 7 5 (m, 1 H) , 6. 8 5 (m, 
1H), 7. 18 (d, J=8. 5Hz, 2 H) , 7. 34 (m, 1 H) , 

7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 58 (d. J=9. 2Hz, 
2H) , 8. 29 (s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) , 

8. 9 2 (s, 1 H) 

(FD-MS, m/z) : 4 3 0 (M + ) 

nmm 9 9 

N- {4- [(6, 7->'y F^->-4-^;'j;b) t^->] yjL—ji] - 

N / - (3--ho7x-;i/) (17 0) 

6, h*v-4- (4-7^7xy + -» +;'J> (83m g) £ 

h;l^> (6ml) KtnmmmLtz^ 3--FD7x^Mvm-h 
( 3 8 4 m g ) £Jn;L. 4 0 ftfflmmMM L * o n * ;U A/7 -b h > 

(i o/i) Trjg^-r-s^u *m7A^D7 - «c j; t? fliss! u s 

m<D4t&®% 44mg, JR^ 3 4 %T:%fz 0 

1 H-NMR (DMS O - d„ , 500 MHz) : <5 3. 99 (s, 3H), 
4. 04 (s, 3H), 6. 43 (d, J=4. 9Hz, 1H), 7. 10 (d, 
J=9. 2Hz, 2H), 7. 38 (m, 2 H) , 7. 47 (d, J=8. 6H 
z, 2H), 7. 57 (s, 1H), 7. 81 (m, 2H), 8. 19 (s, 1 
H) , 8. 31 (s, 1H) , 8. 46 (d, J=4. 9Hz, 1H), 8. 5 
9 (s, 1H) 

KAftfFriii (FD-MS, m/z) : 4 6 0 (M + ) 
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N — {4 - [ (6, 7 -i?/ h^v- 4 -*J D )V) isr*c : s~± 7 jl^;^> - 
N' -^^Ufr 1/7 (17 1) 

6, 7--^y h + >>-4- (4-7;77xy + v) * / U > (51m g) £ 
h;U^> (5ml) (C^^L/c^ t^f-;KV->7^-h (0. 2ml) 
2B#F^JoHftiS^L^o aS*^on*W7t h> (10/1) TJS 

mg. i&^4 1 %Tl#/c 0 

1 H-NMR (CDC1 3> 500 MHz) : 50. 87 (m, 3H), 1. 
2 6-1. 3 0 (m, 1 OH) , 1. 5 3 (m, 2 H) , 3. 2 7 (m, 2 H) , 
4. 03 (s, 3H) , 4. 03 (s, 3 H) , 5. 04 (m, 1 H) , 6. 4 
4 (d, J =5. 5Hz, 1 H) , 6. 97 (s, 1H), 7. 10 (d, J = 
8. 6Hz, 2H), 7. 41 (s, 1 H) , 7. 42 (d, J=8. 6Hz, 
2H), 7. 55 (s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) 

WMfttirm (FD-MS, m/z) : 451 (M + ) 

wm\ 10 1 

N- (3-7;;7x^) -N / - {4- [ (6, 7-v^ b*i/-4-* 

JV)V) *±iS] Z^EzJkl (17 2) 

N — {4- [(6, 7-^7 F + y-4-*;'J^) t + y] 7 j.—)1>) - 
N' - (3-^Fo7x-;l/) 7U7 (2 8mg) N-y7f;^M7 
^ ^yWm^Jl (5m 1/2. 5ml) JzjgJBU 2 0 HykWMt'*"? *J*7J* — 
mm (9 7mg) £flnx.> 7K3R3?H»TMi-T3^rH«^L^o 
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H-NMR (CDCL, 5 0 0MHz) : 5 4. 0 2 (s, 3 H) , 
4. 03 (s, 3H), 6. 41 (m, 1 H) , 6. 41 (d, J=5. 5Hz, 
1 H) , 6. 6 1 (m, 1 H) , 6. 9 0 (s, 1H) , 7. 0 5 (m, 1 H) , 
7. 09 (d, J=8. 5Hz, 2 H) , 7. 40 (s, 1 H) , 7. 43 (m, 
1H), 7. 47 (d, J=8. 5Hz, 2 H) . 7. 55 (s, 1 H) , 8. 
03 (s, 1H), 8. 44 (d, J=5. 5Hz, 1 H) 
H*##HI (FD-MS, m/z) : 4 3 0 (M + ) 



10 2 

N-7'J^-N' - {4- [ (6, 7-^^^y-4-^;'J^) t^y] 

7^— 2_LZ (17 3) 

6, 7-v>V h**>-4- (4-7;77x; + y) (50mg) £ 

N, N-v5^WA7; K (5ml) jC^L/c^ 
(0. 2ml) £flQ;L N 8 0 °CT 1 5 ftffltiaM&tft L fc« SlEtt^TK^JP^x P 
®?i^;bT-2lp]MtiiL^m^S^fn^7KT-^#L. fctTKfltfflfc:*- h U 
§£*£L/c 0 &ETiSI0G£:®* U SS^?oo-tM/7th> (10/1) T? 

6 lrag, JR^9 6%T*§*io 
1 H-NMR (CDC 1 3 , 5 0 0MHz) :53. 9 0 (m, 2 H) , 

4. 03 (s, 3H) , 4. 03 (s, 3H), 5. 12 (d, J = 10. 4H 
z, 1H), 5. 23 (d, J=17. 7Hz, 1 H) , 5. 62 (s, 1 H) , 

5. 8 8 (m, 1 H) , 6. 4 1 (d, J =4. 9H z, 1 H) , 7. 0 8 (d, 
J=8. 5, 2H) , 7. 39 (s, 1 H) , 7. 44 (d, J=8. 5Hz, 
2H) , 7. 54 (s, 1H), 7. 75 (s, 1H) , 8. 44 (d, J = 
5. 5Hz, 1H) 
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Rl^tfi(FD-MS, m/z) : 3 7 9 (M + ) 

mmm 103 

N- {4- [ C6, 7 -if* Y*i/-4-*J DAQ j^vp 7 3L— m - 
N' - Cl—f-yf-jl/) <yur (17 4) 

6, 7-*Jjt h*->-4- (4-7;77xy + y) +7 U > (50mg) £ 
hJl/jr.> (5ml) i:MMLtl> 1 -7-7fM V <>T*- h (0. 2m 
1) £JJD;U 2 0»BBJnnWK«Lfeo BISE** n n*AA/T-fe h > (10/1) 

4 lmg N i&j£5 2%-zmtZo 

1 H-NMR(DMSO-d 6 , 50 OMH z) : 6 3. 95 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J = 5. 5Hz, 1 H) , 7. 21 (d, 
J = 9. 2Hz, 2H) , 7. 38 (s, 1 H) , 7. 48-7. 65 (m, 7 
H) , 7. 92 — 8. 15 (m, 3 H) , 8. 46 (d, J=4. 9Hz, 1 H) 
, 8. 8 0 (s, 1H) , 9. 2 0 (s, 1 H) 

liM (FD-MS, m/z) : 4 6 5 (M + ) 



mmm 104 

N- (2-b*:7 AO -N / - {4- [ (6, 7->M h4-->-4 -^7 U 
A) 7 j. ■=.;!/} 9U7 (17 5) 

6, 7 h*is-4- (4-7;;7x^y) +y'J> (52m g) * 

b;U^> (5ml) Kfldfci&tfP L rtr&s 2-h*7x^M7i/7^- h (0. 2 
ml) £rJn;U 3 0#IHttD*l««ELrt:o 8fi«r^an*;^/7th> (10/ 

^5 6mg^ JR^6 4%T»fc 0 
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"H-NMR (CDCL , 500 MHz) : 6 3. 97 (s, 3H), 
4. 04 (s, 3H), 6. 35 (d, J=5. 5Hz, 1 H) , 6. 96 (s, 
1H) , 7. 40 (d, J=9. 2Hz, 2 H) , 7. 14-7. 39 (m, 
11H), 7. 54 (s, 1H), 7. 89 (brs, 1 H) , 8. 08 (d, 
J=8. 6Hz, 1 H) , 8. 33 (d, J=5. 5Hz, 1 H) 
««##HiS (FD-MS, ra/z) : 491 (M + ) 



mmm 105 

N- (4 + -N' - {4- [ (6, 7-^V h^>-4~4- 

y'J;b) ;fr^->] frUT (18 8) 

6, 7->M h4^>-4- (4-7;77xy+-» (51mg) 
h;b^-> (5ml) Kmf$c{%ffiLtz'&^ 4-iWx^KVy7^-h 
(0. 2ml) &1mz-, 90»lMl/: o ^^on*W7-bh> 

do/1) TiMmtzisvti^Jitt^^ta^hy^yj -K^iommL, m 

moit&m*: 42mg, iR^ 5 6 %-?mti 0 

1 H-NMR (CDCL , 500 MHz) : 6 1. 18 (m, 3H), 2. 
5 8 (m, 2H), 3. 99 (s, 3 H) , 4. 0 2 (s, 3H), 6. 39 

(d, J=5. 5Hz, 1H) , 7. 07 (d, J=9. 2Hz, 2 H) , 7. 
11 (d, J=7. 9Hz, 2H) , 7. 25 (d, J=8. 5Hz, 2 H) , 
7. 40 (s, 1H), 7. 42 (d, J = 8. 5Hz, 2H), 7. 55 (s, 
1H), 7. 60 (s, 1H), 7. 81 (s, 1 H) , 8. 43 (d, J=4. 
9 Hz, 1H) 

ii^ffi(FD-MS, m/z) : 44 3 (M + ) 
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mmm ioe 

N-OvV;l/-N / - {4- [(6, 7 - vV is- 4 -*J U )V) 
->] 2. ^-^> ^ l^T (18 9) 

6, 7->M h + ^-4- (4-7;;7x; + y) 4-7 U > (52m g) £• 
h^x> (5ml) izlmmmmLtzWi. '<>7'fMV->7*-h (0. 2ml) 
^SD^> 5 0 #f B m^il-tft L /c 0 ^^nD*W7th> (10/1) "C 

1 H-NMR (CDC L , 500 MHz) : <5 4 . 06 (s, 3H), 4. 

07 (s, 3H) , 6. 49 (d, J=4. 9Hz, 1 H) , 7. 20 (d, J 
= 9. 2Hz, 2H) , 7. 43 (s, 1 H) , 7. 54 (m, 2 H) , 7. 5 

8 (s, 1H), 7. 65 (m, 1 H) , 7. 71 (d, J=9. 2Hz, 2 H) 
, 8. 04 (d, 3=7. 9Hz, 2H) , 8. 50 (d, J=5. 5Hz, 1 
H) , 9. 5 3 (s, 1H), 11. 04 (s, 1 H) 

Sl^l (FD-MS, m/z) : 4 4 3 (M + ) 



m&m 107 

N-xh^^M'-^-N' - {4- [(6, 7 -V* h^y-4-^; U 
;U) j^vj 7x^1 >7l/7 (19 0) 

6, 7-v'y h + v-4 - (4-7;77i; + -» +7'J> (52m g) £ 
h;bi> (5ml) KtiammMLtzm.^ xh + y^;^MVy7^ - h 
(0. 2ml) 1 5&mmmgimLtz 0 DD*;l/A/7t h> 

(1 0/1) Tg§rrs>'U77y;U777A?av h^7 7^-iU?)ii!U X 
«©rt:£4&l&2 0mg> iR^2 8 %Tlf 7^ Q 

1 H-NMR (CD C 1 „ , 500 MHz) :<51. 37 (t, J = 7. 3H 
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z, 3H), 4. 10 (s, 3H), 4. 17 (s, 3 H) , 4. 31 (q, J 
= 7. 3Hz, 2H) , 6. 70 (d, J=6. 1Hz, 1 H) , 7. 20 (d, 
J = 8. 6Hz, 2H), 7. 64 (s, 1 H) , 7. 72 (d, J = 9. 2H 
z, 2H), 8. 12 (s, 1 H) , 8. 50 (d, J=6. 7Hz, 1 H) , 
10. 0 8 (s, 1 H) 
Ri^tffI(FD-MS, m/z) : 41 1 (M + ) 



N- {4- [(6, 7-^^-4-ty'J;b)^>] - 
N' - (2 jl— )V) -7 1/7 (56) 

6, h*is-4- (4-7;77x; + -» 4-7 U > (51m g) * 

h;b^> (5ml) icflna&JgJIP L rt:^ 2-/f-^7x^K7->7^ - h 
(0. 2ml) ^fc 1 5»iML/:c SS^^ nD^^V7-b h > 
(1 0/1) -T?gH-tS->»J*y;l/*7 5A*n^ ^77^ - «k *) U ^ 
m<Dfc£M%:6 lmg, ^8 2%T^ 0 

1 H-NMR (CDC 1„ , 500 MHz) :<52. 20 (s, 3H), 4. 
00 (s, 3H) , 4. 03 (s, 3H), 4. 31 (q, J=7. 3Hz, 
2H), 6. 40 (d, J = 5. 5Hz, 1 H) , 7. 0 5-7. 2 0 (m, 6 
H) , 7. 39 (s, 1H) , 7. 42 (d, J=8. 5Hz, 2 H) , 7. 5 
5 (s, 1H), 7. 60 (d, J = 7. 9Hz, 2 H) , 7. 80 (s, 1 H) 
, 8. 4 5 (d, J =5. 5H z, 1 H) 
nmftVrm (FD-MS, m/z) : 4 2 9 (M + ) 
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mmm 109 

N- {4- [(6, 7--^^ b^->-4-^; i i^) t^y] 7 *—Jl} - 
N' - (3-^ Wx-;b) VlsT (5 5) 

6, b*f-4- (4 -7 ; y 7x7 + -» (5 lmg) £■ 

(5ml) tzljnt&feMLtz'^ 3-^f^7x^M7y7^-h 
( 0 . 2ml) 5:1)^ 1 5 ^m^S^E L tzo ££S£ 9 a o*;bA/T-fe h > 
(1 0/1) t?®Bat--5'>'J *^*7A^oTh/77>f-i:J;*)||iU * 
«©fli£4ftr*4 lmg. iR^5 6%m^ 0 

1 H-NMR(CDC1 3 , 500 MHz) :<52. 32 (s, 3H), 
4. 02 (s, 3H), 4. 04 (s, 3 H) , 6. 43 (d, J=5. 5Hz, 
1H) , 6. 93 (d, J=7. 3Hz, 1 H) , 7. 10-7. 22 (m, 6 
H), 7. 41 (s, 1H) , 7. 4 4-7. 47 (m, 3H), 7. 56 (s, 
1H) , 8. 4 6 (d, J =5. 5Hz, 1 H) 

m&ftmm (fd-ms, m/z) : 429 (m + ) 

^Jfefll 110 

N- (2-7Mo7x^) -N' - {4- [ (6, 7-yn^y-4- 
^7U;lQ j^vp M -7 1/7 (6 0) 

6, 7-S^ h*>-4- (4-7U7x; + y) +7'J> (51mg) * 
h;l/x> (5ml) KtiumfeMLtzWi^ 2-7^n7x-HVy7^ - h 
( 0 . 2ml) £flQ;L. 1 5 ^PalJnlfejSSt L tz 0 P n o *;l/A/T4? h > 

(1 0/1) -eKR3-r*'>U#y;U#5A?o^ -Cii9^U * 

M<Dik&M£5 4mg N iR^7 3%T-^c 0 

1 H-NMR (CDCL, 500 MHz) : 54. 01 (s, 3 H) , 
4. 04 (s, 3H) , 6. 44 (d, J=5. 5Hz, 1 H) , 6. 97- 
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7. 04 (m, 2H), 7. 10-7. 12 (m, 3 H) , 7. 42 (s, 1 H) 
, 7. 4 9 (d, J =9. 2Hz, 2H), 7. 57 (s, 1H), 7. 73 
(s, 1H) , 8. 17 (m, 1H) , 8. 35 (s, 1 H) , 8. 48 (d, 
J = 5. 5 H z , 1 H) 
IIMI (FD-MS, m/z) : 4 3 3 (M + ) 

mmm 111 

N- {4- [ (6, 7 -if* h*i/-A-*J [MO ±±jsl y^-M - 
N' t 0 )l>7 1st (19 4) 

6, b*is-4- (4-7;;7i; + -» +7'J> (54m g) £ 

N, N-^yf;l,7t^7i K (3ml) Kmmttz^ y°vt°JUVisT* 
-b (0. 2ml) £fln;i> 8 0°CT2 4^M*^L^ 0 MJft&KTk^jfJD^U 

"T?<feS*Lfc 0 MEET^^©* U on*;UA/y-tr h > (10/1) 

5 9mg N J&^8 4%-zmz 0 

H — NMR (CDC 1 3 , 5 0 0MHz) : <5 0. 9 3 (m, 3 H) , 
1. 55 (m, 2H) , 3. 24 (m, 2H), 4. 02 (s, 3 H) , 
4. 02 (s, 3H), 5. 47 (t, J=5. 5Hz, 1H) , 6. 41 (d, 
J=4. 9Hz, 1H), 7. 08 (d, J=8. 5Hz, 2H) , 7. 39 

(s, 1H), 7. 43 (d, J=9. 2Hz, 2 H) , 7. 55 (s, 1 H) , 
7. 60 (brs, 1H) , 8. 44 (d, J=5. 5Hz, 1 H) 

W&ftVrm (FD-MS, m/z) :38 1 (M + ) 
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mmm 112 

N- {4- [ (6, 7 -it* h*jy-A-*J "MO *±jS] 7 ^-M - 
N' - (4 -7 ^—JltiJltf—Jly OUT (19 5) 

6, 7-*J* h*is-4- (4-7;77x; + -» +7'J> (54mg) & 
hJl^y (5ml) Kmmt, h'J7txy> (53mg) £#P;L N 2 OftTittU 

mmmbtzo s^u-t^o^x; > (8 5m g ) ^n*.. n^raan 

«E£S£U ffi^DD^A/7th> (10/1) -eseai" * u * 

*7A?07h/77-f - K «k !> flMSi U IiO{b^fel^ 1 9mg N JR§£2 1% 

1 H-NMR (CD C 1 „ , 500MHz) : <5 4. 01 (s, 3 H) , 

4. 04 (s, 3H) , 6. 44 (d, J=4. 9Hz, 1 H) , 7. 12 (d, 
J=9. 2Hz, 2H) , 7. 41 (s, 1 H) , 7. 4 6-7. 8 0 (m, 
12 H), 8. 14 (s, 1H) , 8. 3 0 (s, 1H), 8. 47 (d, J = 

5. 5Hz, 1H) 

fi^tfrl (FD-MS, m/z) : 519 (M + ) 

113 

N-^i/jl-N' - {4- [(6, 7--^^ h^y-4-t7'J;l') t^->] 
7x£M v 1/7 (19 6) 

6, 7-i?t h^v-4 - (4-7;77x; + y) *J U > (52m g) £ 
N, N-y^f;l/7t^7; K (3ml) l«L^ ^y;K7->7^ 
- h ( 0 . 2ml) £Jn;U 6 0 tT 1 5 ftfimMMW L *: 0 RJfc&iCTk^jtax.. 
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X^mttzo »ET*j**9*U ^^nn^W7-lrh> (10/1) 
T-Jg^-r^, •> 'J *TO5A^ a -7 h^77-f - »C «fc $ ffS! U &m<Dfc&&& 
6 3mg N iR^8 4%Tl#/c 0 

1 H-NMR(CDC1 3 , 500 MHz) : 50. 8 5 (m, 3H), 
1. 2 5-1. 4 7 (m, 6H) , 1. 50 (m, 2 H) , 3. 26 (q, d = 
6. 7Hz, 2H), 4. 02 (s, 3 H) , 4. 02 (s, 3 H) , 5. 68 

(brs, 1H), 6. 40 (d, J=5. 5Hz, 1 H) , 7. 07 (d, J 
= 9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 44 (d, J=9. 2Hz, 
2H) , 7. 55 (s, 1H), 7. 94 (s, 1 H) , 8. 43 (d, J=4. 
9 Hz, 1H) 

li^tffl (FD-MS, m/z) : 4 2 3 (M + ) 

mmm 114 

N- (5 — <y?-)V) -W - {4- [ (6, 7 -it* h*^-4-*cJ u 
AO j^vj ^1/7 (19 7) 

6, 7-v^ h^>-4- (4-7;;7xy + -» +7'J> (51m g) £ 
h;l^> (5ml) ln!B»8U h'J7t7y> (54mg) &t!Qz_^ 1 2ftmim 

tHSMLtL* ^^(c4-T^y-r>^> (36m g ) &ija*-, 3 6ftmmmm. 

®±U S^ac«:^n a^^A/T-b h> (10/1) »J 27y;l/#5 

A^D7h^7^ -{c«k»5f|U{U 1 3mg. JRsfJl 6%Ti# 

1 H-NMR (CDC 1 3 , 5 0 OMH z) : 6 2. 0 4 (m, 2H) , 
2. 8 2-2. 8 6 (m, 4 H) , 4. 01 (s, 3 H) , 4. 03 (s, 3 H) 
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, 6. 40 (d, J=5. 5Hz, 1 H) , 7. 03 (m, 1 H) , 7. 08 
(d, J=8. 5Hz, 2H), 7. 13 (m, 1 H) , 7. 32 (s, 1 H) , 
7. 4 0-7. 5 7 (m, 6H), 8. 44 (d, 3=4. 9Hz, 1 H) 
®*##HI (FD-MS, m/z) : 4 5 5 (M + ) 

mmm 115 

N- (3. 4-m h*is7j-— )V) -N' - {4- [ (6, 1 - : J * 

- 4 22k) ^-^->] ZiLf^kl ^ ^ T (19 8) 

3, 4-^h + i/7-'J> (4 2mg) *h^x> (5ml) i:fflj?U h 
U ( 2 4 m g ) £;ta;U 2 2 #Bminf&S3& L fc 0 Softie 6 , 7 - v> ^ 

h + ^>-4 - (4-7i;7x; + y) 4=-y'J> (5 lmg) (52mg) 

L/io M£ET^£®£U ^6£?on*;bA/T-t? b > (10/1) T*m.ffl 
t5->iJ*TO7A^07 h^^^-f - =fc <9 ¥SSS* U ^HOffc^J^ 1 5m 

gs iK^l 8%T?^fco 

1 H-NMR(CDC1 3 , 500 MHz) : 5 3. 8 4 (s, 3H), 
3. 85 (s, 3H) , 4. 01 (s, 3 H) , 4. 04 (s, 3 H) , 

6. 43 (d, J=4. 9Hz, 1 H) , 6. 7 5-6. 8 0 (m, 2 H) , 

7. 10 (d, J = 9. 2Hz, 2H) , 7. 16 (s, 1 H) , 7. 38 (s, 
1H), 7. 41 (s, 1H), 7. 45 (d, J=8. 5Hz, 2 H) , 7. 
56 (s, 1H) , 7. 59 (s, 1 H) , 8. 46 (d, J=4. 9Hz, 1 
H) 

WM5Wrm (F D-MS, m/z) : 4 7 5 (M + ) 
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nmm 116 

N- (3, 4 -x-f-l/^ifj-^i/y )V) -N' - {4- [ (6, 
b*is-4 'J )V) ^-4^->] ;b} -71/7 (199) 

3, 4-Jif-U>^5r^'>T— »J > (8 0mg) £h;U:n.> (5ml) tcjgjjp 
U hijxf^7;> (0. 5ml) ^Mfcth'J+Xf > (5 Omg) ^Jn 
lf%ffl1mMmm.Ltz 0 %.J&mz6, 7-i^h**>-4- (4-7;;7x 
y*>0 +yj> (5 2mg) £flD;t. 1 0 O^m^^L/Co ^&Ice£& 

*;bA/7"tr h > (10/1) Tjg§at-^ >»; ii>f)\,ii^Utru^ YF^n - 

1 H-NMR (DMSO-dg , 500 MHz) .-(53. 94 (s, 3H), 

3. 94 (s, 3H), 4. 19 — 4. 21 (m, 4 H) , 6. 43 (d, J = 

4. 9Hz, 1H), 6. 74-6. 78 (m, 2H), 7. 09 (s, 1 H) , 
7. 17 (d, J =9. 2 Hz, 2H), 7. 37 (s, 1H), 7. 51 (s, 
1H) , 7. 56 (d, J=8. 5Hz, 2H) , 8. 45 (d, J=4. 9H 
z, 1 H) , 8. 47 (s, 1H), 8. 69 (s, 1 H) 

MfcfrtFHB (FD-MS, m/z) : 4 7 3 (M + ) 

f£860!l 117 

N-y^^-N- {4- [ (6, h4->-4-*y U AO 37 

-N / - (4 -7 1/7 (2 0 0) 

&7KS£& (0. 2 7ml) I^S (0. 13ml)£jftPU 6 0°CT2^Jd 
^ Lfco SMlcf h 7 t Kd 7 7 > (8ml) tcjgfl? L 6 , 
4">-4- (4-7;77x; + -» + y >J > (3 0 3mg) *1m?L^ fgct 
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EETiSiSteS* U iJ^^DD*;l/A/7th> (1 0/1) T'litS >"J 
*W7A^D7 h^*5^^ -lc«fct)fiS!!U 6, 7-v7 h + (4 
;UT ;77x;+y) */ D >£3 2 7mg^/i c 
Z. © 6 , 7 - v>V b*:>- 4 - (4 -sfwl/ ^ ;bT S 7 "7 x 7 *->) * / U > 
(3 1 7mg) >£-f h5t Ka77> (9ml) twjgft? U T^mtT )l> \ — -7 A 
U?"7A (181m g) ^Spx.. ^2aicT2B#KHt^L^o SJS&KigffcT 

-b h> (10/1) T-Jg^S v"J -h >f A,ii =y 1* t a -7 h ? *5 7 ^ -{c«k«9ft$5! 
U 6, 7-'^n + y-4- ;7x7+y) +y U >£2 3 

9 m g f#fc 0 

C©6, 7-5?y h**>-4- U7x7 + y) */ 'J > (4 

9mg) £h;lcc> (5ml) l£in*M8J|? L 4-7 h + ->7x-;W V-> 

T^-h (0. 2ml) £ft];U 1 2 B$NfflDffll#E L fc e SS^^dd^M/ 

r-fe h > (lo/i) -cmffl-t & -> u *YM7A^n7 — tc«fc t)3fg 

^ H — NMR (CDC 1 „ , 500 MHz) : d 3. 38 (s, 3H), 
3. 77 (s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3 H) , 

6. 14 (brs, 1H), 6. 59 (d, J=5. 5Hz, 1H) , 6. 82 
(d, J=9. 2Hz, 2H) , 7. 21 (d, J=9. 2Hz, 2 H) , 

7. 29 (d, J=9. 2Hz, 2 H) , 7. 44 (d, J = 8. 6Hz, 2 H) 
, 7. 45 (s, 1H), 7. 52 (s, 1 H) , 8. 55 (d, J=5. 5H 
z, 1H) 
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mfttftm (FD-MS, m/z) :4 5 9 (M + ) 

N-y ^—Jl-N' - {4- [ (6, h*->-4-^7 

U;tQ a-*»>] 7UT (2 0 1) 

6, h + v-4- (4-7;77x; + y) +7'J> (72mg) £ 

h^i> (7ml) {c»&7§U h'JW> (52mg) &1m?L, 3 B#p H m*&t 

fttttzo fcmmizN-t t-jut—v y (o. o 5 m i ) i^mmzmm 

*U ^2E£?no*;l/A/T-fe h> (10/1) "C'S^i"^ % > U ii*f 7 A 

1 H-NMR (CD C 1 3 , 5 0 0MHz) : 5 3. 37 (s, 3 H) , 
4. 04 (s, 3H), 4. 04 (s, 3 H) , 6. 32 (brs, 1 H) , 
6. 41 (d, J=4. 9Hz, 1H), 7. 07 (d, J=9. 2Hz, 2 H) 
, 7. 37~7. 53 (m, 8 H) , 7. 54 (s, 1 H) , 8. 45 (d, J 
= 5. 5Hz, 1 H) 

Sf*##Ht (FD-MS, m/z) : 4 2 9 (M + ) 

HJfe^J 119 

N - / ^Jl-N- (4-^ h^>7^ — ;U) -N' -^^;b-N / - {4- 
[ (6, 7->M h*->-4-*7 U.H0 ;T4^>] :7^-;U} ^1/7 (2 0 2) 

N- (4-y h + ->7x-;W — N' - {4- [ (6, l- f J* b*is-4- 
*y'J^) vl/7 (9 9mg) £-N, N - *J * ^;U*;UAT 

^ K (3m 1 ) izmmt^ Tkmt-f- h 1) 7 A (4 2mg) miSMT2 0 
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#iia*#LA:&3'^by^ (o. 0 3mi) zmz., mumrimmmnLtzo 

M^OD^M/7t h y (1 0/1) TlMffltZ > 'J t)*f 7A^D7 h 

r^:^ -ici^fifgSlU ^©>ft£r^£9 lmg. iR^8 7%T^ c 
1 H-NMR (CDC lg , 500 MHz) :<53. 2 3 (s, 3 H) , 

3. 24 (s, 3H) , 3. 75 (s, 3H), 4. 05 (s, 3 H) , 

4. 06 (s, 3H) , 6. 27 (d, J = 5. 5Hz, 1 H) , 6. 69 (d, 
J=8. 5Hz, 2H), 6. 81 (d, J=9. 2Hz, 2 H) , 6. 89 
(d, J=9. 2Hz, 2H) , 6. 91 (d, J=9. 2Hz, 2 H) , 7. 

42 (s, 1H), 7. 51 (s, 1H) , 8. 53 (d, J=4. 9Hz, 1 
H) 

n&ftVrm (FD-MS, m/z) : 4 7 3 (M + ) 

mmm 120 (##00 

3, 4-^^no7x-;M-^ h^->7x-;b7- h> 

iUBSpd©- ho^f ^ > (10ml) <K TfJiSaCT-V-^ (1. 0 8 1 g) 
tm^a(D3, 4--^oD^>^MaiJK(2. 0 9 5 g) irfJIfciEitfM 
v f;H:9 A(III) h >J yjl^-a^ 9 h (6 2 Omg) 

6 o°c(ct 8 mmmn t tz 0 sieas^ft** i^on*u * n a * 

mm&iteim* 2 7 Omg, JR^l 0%T-^/Co 

1 H-NMR(CDC1 3 , 500 MHz) : 6 3. 9 0 (s, 3H) , 
6. 98 (d, J=9. 2Hz, 2H) , 7. 56 (s, 1 H) , 7. 58 (d, 
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J = l. 8Hz, 1H), 7. 79 (d, J=9. 2Hz, 2 H) , 7. 84 
(d, J = l. 8Hz, 1H) 

fiMI (FD-MS, m/z) : 2 8 0 (M + ) , 2 8 2 (M + +2) 

mmm 121 (###ij) 

3, 4 - n □ 7 jl— Jl 4-b Kd^->7x-jI/ jr h > 
H«J12 0Tl^fc3, 4-^od7z^ 4-y h*y7x^ib >rh 
> (2 3 5mg) nny ^ > (2ml) (c-/§J|? U tK^TI. OMtf'n > 

MJ^ni K— S?* n o * £ yfeifc (7ml) &1m?L, M&tp 2 mmWttzWiR 

1 7 3 m g> JRjp 7 7 %Tl#/c 0 
1 H-NMR (DMS O- dg , 5 0 0MHz) : 56. 91 (d, J = 
8. 5Hz, 2H) , 7. 62 (dd, J = l. 8, 8. 6Hz, 1H) , 
7. 68 (d, J=8. 5Hz, 2H), 7. 80 (d, J = 7. 9Hz, 1 H) 
, 7. 85 (d, J=l. 8Hz, 1H), 10. 55 (s, 1 H) 
aftfrtfHl (FD-MS, m/z) : 2 6 6 (M + ) „ 2 6 8 (M + + 2) 



mmm 122 

{4- [(6, 7-^^'>-4-t;'J;l-) tt->] 7x-;b) (3, 4 
-■^no7x-;l/) (177) 

TJl/rf >^jftT\ HSfeM 12 1 -cmfz 3, 4-^oo7x 4-tKa 
*i/-7 >rh> (154m g) t 4 - "J/ S J b° U > (77mg) 

(5ml) r^AnSficMIttLfco 3«4-^on-6, 7- 
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; J/ h + ^7'J> (1 2 9mg) Ztinz-, 2 imffltiat&MMLtz 0 SJfcS£-$l 

T-tr h > (2/1) -eJg^-r^^®'>U77y;l.^nv h ^ ^ 7 ^ - tc J; «9 *SM U 
mm<Dit^^: 8 1 m g . 1R$3 1 %T^/c 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 03 (s, 3 H) , 
4. 07 (s, 3H), 6. 68 (d, J=5. 5Hz, 1H), 7. 28 (d, 
J = 8. 5Hz, 2H), 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 
7. 60 (d, J=8. 5Hz, 1 H) , 7. 66 (dd, J=l. 8, 8. 6 
Hz, 1H), 7. 90 (d, J=9. 2Hz, 2 H) , 7. 91 (d, J = 
1. 8Hz, 1H) , 8. 60 (d, J=4. 9Hz, 1 H) 

R:B#tfHi (FD-MS, m/z) : 4 5 3 (M + ) , 4 5 5 (M + + 2) 



nmm 123 (##w 

H»J 2 2 4-h'J-n- >-l-J ^y^f;b7x;-^ 

(1. 2 8 2 g) £ rfJISiS© 4 -~>7M>VV;^ n 'J K (4 9 7mg) £7 
□ n*;l,A (5ml) JcrgJgU TfJI&S© IfX C h U 7x^.^77^ » /n*7 
>> -7 A (II) 7oiJ K ( 8 m g ) £ A*U 1 1 f^P^n&it^ L tz 0 Kfom&®}$: 

a-p*©* l tz Q mBrfmm'g&'&.mt^m. (859m g ) ^fh7tKo77 

> (2ml) izmMZ^ ?K (5ml) £6 NiM®?7jog?& (12ml) ^rSn^T 
4^m%iS^ftt^o RJfrM£$j£t£*n^t;-7- h M -7 ATK^i 7 dd^;^7: 
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^ H-NMR (DMSO— dg, 500MHz) : 56. 91 (d, J = 
9. 2Hz, 2H), 7. 67 (d, J=8. 5Hz, 2 H) , 7. 80 (d, 
J = 7. 9Hz, 2H), 8. 01 (d, J=8. 6Hz, 2 H) , 10. 57 
(s, 1H) 

li^I (FD-MS, m/z) : 2 2 3 (M + ) 



4- {4- [ (6, 1-9/ h±isjz 4-*S jJAO ^-^->] ^>7VM K 
h'J;[/ ( (17 8) 

r Ji=r>m.mrF, mmm 123 x-mtz 4 - (4-tKa*^>^ ao < > 

»/.=. h U )l (2 3 0 m g) £4-5** 3-)lT I J t° U > ( 1 3 8 m g) :> 
U> (5ml) ^Aft^ffl^aitfLrtio 1W4-^od-6, 7 - >M h 
*WJ> (230mg) £Jn*.s 2 0 NrlBODMSdlE t KJSS^feSrt&fn 

j!i:?oo^M/Stxfii, (5/1) T?S§ai--5Wi*>y*y^^p 

1 H-NMR (CDC L , 500 MHz) : 6 4. 03 (s, 3H), 
4. 06 (s, 3H), 6. 68 (d, J=5. 5Hz, 1 H) , 7. 29 (d, 
J = 8. 5Hz, 2H) , 7. 45 (s, 1 H) , 7. 46 (s, 1 H) , 
7. 82 (d, J=7. 9Hz, 2 H) , 7. 90 (d, J=8. 6Hz, 2 H) 
. 7. 91 (d, J = 8. 5Hz, 2H), 8. 60 (d, J=5. 5Hz, 1 
H) 
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+ 



MMfttitm (FD-MS, m/z) : 4 1 0 (M") 

mmm 125 om^my 

TfTRS©^ h a / 9 > (10ml) ^ rfJBSn a p©T- V -)l (1. 0 8 1 g) 
iftTiSno© 2 — ^ JU-'n > VW i^D'J K ( 1 . 5 4 6 g) t rfJISS©^ ? tJI 
WMUl) h'J7MDy^>xW-h (6 2 0mg) £JniU 6 0°CI: 

6 7 9 g. iR^7 4%Tl#7t 0 
M5HFr4lt (FD-MS, m/z) : 2 2 6 (M + ) 

HSfe^J 12 6 (#%#D 



l£«ijl 2 5THfc4-^ h^->7x^ 2-y^^U^^^;U (1. 
6 6 0 g) ^^DDtwl/A (10ml) K7&ft?U 7k#Tl. OM-fn >b'j7' 
0 c k-^dd^« (29ml) ^S^^L/Co 1 HfcjUf & 

Mtwl. 0M*'n>hU7'D; F-'^dd^>M (1 5ml) £Jj[];U M 

2a*2%^L^m^zi^^»ji 2 i tmm^m-vmmu mmo^t 

50 1g^ iR$9 6%tffc 0 
1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 3 0 (s, 3 H) , 

6. 87 (d, J=8. 5Hz, 2 H) , 7. 2 2-7. 2 9 (m, 3H) , 

7. 37 (td, J=l. 2, 7. 3Hz, 1H) , 7. 73 (d, J=8. 5 
Hz, 2H) 

m&ftVrm (FD-MS, m/z) : 212 (M + ) 
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mmm 127 

{4- [ (6, 7-y> h^->-4-tyj^) t^->] 7x-;b) (2-y 
=f-)\>-7 3.—)V) t*?jy (180) 

^ — jl >rh> (1. 3 34g) i4-^yf^7;;h°'Jy> (8 4 5rag) 
&*isU> (15ml) *^AHIStI!fU:o 1W4-^od-6, 7 
-'^h + WJXl. 4 0 6 g) £tJQ;i> 2 3 B#ffltn*UBtfE L RiSS 
^«I*I^JlfeiteK*^- b U £ ATK^i ? o p A-e#jStf£> * o n AS 
&m*mwt* * A L 7t 0 MEET?§i£@*^ & ft AigliS^ 

-\^&K>mw%k, m.\^*c*yy/T j e h> (2/i) -cmm-tzmmi>")t>¥Ji< 

v Y>f^u -K£*)m$t!iL^ mMV>fc&fa*l. 2 5 8 g, iR$5 

1 H-NMR(CDC1 3 , 500 MHz) :<52. 37 (s, 3H), 
4. 02 (s, 3H) , 4. 06 (s, 3 H) , 6. 65 (d, J=4. 9Hz, 
1H), 7. 23 (d, J=8. 6Hz, 2 H) , 7. 25-7. 35 (m, 
3H), 7. 39-7. 42 (m, 1H), 7. 45 (s, 1H), 7. 46 
(s, 1H) , 7. 91 (d, J=8. 5Hz, 2 H) , 8. 57 (d, J=5. 
5 Hz, 1H) 

(FD-MS, m/z) : 3 9 9 (M + ) 

mmm 128 

{3- [ (6, 7-*J* h^'>-4-^;'J^) jhj^] z^^kj Z^r^M 
> (18 1) 

4-?ucr-6, 7-vM h4^i>+y U > (1 1 2mg) <h rfrggScD 3 - t K 
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n + ^>>/7x; > (2 9 7mg) Srffi^U 1 7 0°C#1 0 #WUIt# L fctSU 

K^m.^m^^y/T^vy (2/1) t-s^1-^^ji->u t)>f)i? h 

^~7>r -KckiQJfifgSiU ^©^^£1 2 6mg. iR^6 5%Ti#^ 0 

1 H-NMR (CDCL, 90Mz) : 6 4. 0 4 (s, 3H), 4. 05 
(s, 3H), 6. 53 (d, J=5. 3Hz, 1H) , 7. 34-7. 88 
(m, 11H), 8. 53 (d, J=5. 3Hz, 1 H) 
IlMi (FD-MS, m/z) :3 8 5 (M + ) 

mmm 129 

H»J2 2-e^/c4- h 'J - n -^f-^l/f- >- 1 - J h ^ris / ?-Jl>7 ^ J -Jl 
(1. 2 8 2 g) t Jftffi.Fa® 2 - 7 o ;b * n U K (3 9 2m g) nn*;b 
A (5ml) t;:7§fl£U TUBRScDlfx (MJ7x^;^X7^ >) /n°^v?^A 
(II) ^oiJK(8mg) *AtU 1 lBSBHBKLfco Rfc«£<»*ISite0!l 2 3 

L/Co WETiSi«e*&*§rt:gS?S (6 6 2mg) £^h^t Ko77> (2ml) 
IzmmtSit^ 7K (5ml) £6Ni£g?7M§& (12ml) *Jn^.T 3 NrMftlfWi 
ML /c 0 Ki&ffi^fti£f|J60U 2 3 £ U m&ofc&Ql'S: 2 1 

8mg N i&§£3 9%Tl#/c 0 

1 H-NMR(DMSO-d 6 , 500MHz) : 56. 76 (dd, J = 
1. 2, 3. 1Hz, 1H), 6. 91 (d, J=8. 5Hz, 2 H) , 
7. 33 (d, J=3. 1Hz, 1H) , 7. 87 (d, J=8. 5Hz, 2 H) 
, 8. 06 (d, J=l. 2Hz, 1H), 10. 39 (s, 1 H) 

nftmm cfd-ms, m/z) : iss (m + ) 
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mmm 130 

{4- [(6, 7-y^^->-4-^yj^) t^y] 7x 

—M *9 j y (18 2) 

>rYy (2 05mg) t 4-i^/^-JlT i J t°U i?y CI 4 6 m g) 
> (5ml) ct'^An^ct 3 ^ L fc 0 1B#^4 do- 6, 7->V K4- 
>+y U > (244mg) £fln;^ 2 0 B$IHHl[MtdK L /c Q MJ£2S^j£f&fa^ 

8U ^nD^;^/^Uxf;l, (5/1) T'jg^f -5^® -> U il^f)^^ n v h ^ 

1 H-NMR (CDC L , 500 MHz) : 6 4. 03 (s, 3H), 
4. 07 (s, 3H), 6. 63 (d d, J=l. 8, 3. 7Hz, 1 H) , 
6. 65 (d, J=5. 5Hz, 1 H) , 7. 28 (d, J=8. 5Hz, 2 H) 
, 7. 32 (d, J=3. 7Hz, 1 H) , 7. 47 (s, 1 H) , 7. 48 
(s, 1H) , 7. 73 (d, J=l. 8Hz, 1 H) , 8. 14 (d, J = 
9. 2Hz, 2H), 8. 58 (d, J=5. 5Hz, 1 H) 
KS^M (FD-MS, m/z) : 3 7 5 (M + ) 

mmm 131 (#%#d 

4-^ h4->7x-;l/ 3 - y =f-)V7 >rYy 

mBS n a oO- h n / ? y (5m 1 ) ^ $i D D D ®7-V-^ (5 4 lmg) irfJ 
In D D0 3-yfvK>vV;^niJ K (7 7 3mg) t TfJBSSO X ii y V u A 
(III) h 'J 7)V*ut $ >x;U**- h (4 9mg) 6 0 "CtCT 1 Bfefll 



WO 97/17329 PCT/JP96/03229 

12 6 



5mg, 5 6 %-entzo 

SiMKFD-MS, m/z) : 2 2 6 (M + ) 



m.mm 132 (###d 

3 lTifjt4 h + y7xx;b 3-^^^^i^;b >r h > 
(603m g) ^^^dd^> (3ml) d^JgU tK^TI. 0M*o> h 

{ ) ~?u 1 k-^7dd^ ymm dimi) ^m*.. m^mwttz 0 2 2 B£ 
f b ^m^s^^h»j 1 2 1 tmm<Djj&'?mmL, mmvfc&m^z 1 6m 

g> iR^5 6%Tlf^o 
1 H-NMR (DMS O- dg , 5 0 0MHz) : 52. 38 (s, 3 H) , 

6. 89 (d, J=8. 6Hz, 2H), 7. 37-7. 47 (m, 4 H) , 

7. 65 (d, J=8. 6Hz, 2 H) , 10. 42 (s, 1 H) 

(FD-MS, m/z) : 212 (M + ) 



fUfifll 13 3 

{4- [ (6, 7-y7 h^->-4-^y 'J;!/) t^->] 7x-;b} (3-^ 
5-Jl7^-)V) t *? jy (18 3) 

T^rfV^STK HlfJ 1 3 2 T-^t 4 - h Kn + ->7 3-J1-JI7 
j^-jl >rh> (307m g) t4- i^/^-JlT ^ J b°U ^> (1 9 4mg) £• 
^>U> (5ml) ^ AftM^flt^ L fco 1M4-^od-6, 7->* 
^ h^v'4-y;> (3 2 4mg) 2 3 B#r B 1JD^S^ L Klfo}l£r$!£ 
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mmm 1 2 2 1 mm^^-n-mm u mmexk-s®* 2 6 2 m g . 45%-c 

^H-NMR (CDC L , 500 MHz) : 6 2. 44 (s, 3 H) , 
4. 03 (s, 3H), 4. 06 (s, 3 H) , 6. 66 (d, J=4. 9Hz, 
1H), 7. 27 (d, J=8. 6Hz, 2 H) , 7. 38 (t, J = 7. 3H 
z, 1H), 7. 41 (d, J = 7. 3Hz, 1 H) , 7. 46 (s, 1 H) , 

7. 49 (s, 1H), 7. 59 (d, J = 7. 3Hz, 1 H) , 7. 64 (s, 
1H), 7. 93 (d, J=8. 6Hz, 2 H) , 8. 57 (d, J = 5. 5H 
z, 1 H) 

WMfttfrHM. (FD-MS, m/z) :3 9 9 (M + ) 

HJfefll 13 4 (#%M) 

MM&\2 2T-^/c4- h D -n-7*f;l/f >- 1 h 4- t 3- fry x y -;U 
(1. 2 8 2 g) imi5S©4 -— h cfOiAOU* a »J K (5 5 7mg) £^ 
oo*;^ (5ml) KjgflPU rUBRSOt'X ( h 'J 7 x — 7 -r » 

(II) *o«J K (8 m g) 2 3 B#^*&i2ifE L /c 0 KtfyR^ft* 

^A-e^L/Co M£ET^g*m^^:^ (1. 0 4 7 g) ^ff>7t Ka7 
^> (4ml) (C^$-ti- N 7k (5ml) £ 6 Ng&7k«tt (1 5ml) 

■zimammMLfco KRm&m&nmm 2 3 tmrn^m-cmmL, mm® 

<t£rVH* 3 9 8 m g N jRsp 5 5 %TT^7t 0 

^ H — NMR (DMSO-dg , 500 MHz) : 66. 92 (d, J = 

8. 6Hz, 2H), 7. 69 (d, J = 8. 6Hz, 2 H) , 7. 89 (d, 
J = 8. 5Hz, 2H), 8. 36 (d, J=8. 5Hz, 2 H) , 10. 62 
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(s, 1H) 

nmfttirm. (FD-MS, m/z) : 2 4 3 (M + ) 

mmm 135 

{4- [(6, 7-^^'>-4-ty'J^)^y] 7x-;H (4-- 
hay^^jl) t $ J y (18 4) 

T )V^y%ffiTF, H5i#Il 3 4-e^/c4- t F'o+y7x^;l/ 4 hn7 
^ h > (3 70mg) t 4 - 'J^^-JlT i J t°'J v> (2 0 4mg) £ 
+ yV>(5ml) ^A^'fi^Lfco 1«4-^dd-6, 
>b*i/+;U> (3 4 0mg) &flD;U 2 3 B#figjjnafcB«E L fc 0 RiES^H* 

h»ji 3 o tmm^m-cmmL^ mm<D{t^^2 3 8m g , urn 3 e%-e 

1 H-NMR (CDC U , 5 0 0MHz) : 54. 03 (s, 3 H) , 

4. 07 (s, 3H) , 6. 69 (d, J=4. 9Hz, 1H) , 7. 29 (d, 

J = 8. 5Hz, 2H) , 7. 44 (s, 1 H) , 7. 47 (s, 1 H) , 

7. 93 (d, J=9. 2Hz, 2 H) , 7. 96 (d, J=8. 5Hz, 2 H) 
, 8. 37 (d, J=8. 5Hz, 2H) , 8. 60 (d, J=5. 5Hz, 1 
H) 

Kl^tlrli (FD-MS, m/z) : 4 3 0 (M + ) 

mmm 1 3 6 mm&D 

4 - fc Ko^->7 ^— Jl 3, 4 f l/>-^t^y7x- ;U Vh> 
Hife0<J2 2T?^^4- h U -n-7'W>- 1 -y h + -»f ^7x;-;b 
(1. 2 8 2 g) trPRflOkXD-D^j^o >J K (6 6 4mg) £r^oo* 
(5ml) »c«tfPU (h'j7x-MX7 0) ^ 0 7^7A 
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(II) *n»J K (8mg) £A*U 1 B&tlDikilM Ltz 0 ^S^^»J2 3 

L^o 3*BET«MES*«»fcM (1. 0 3 0 g) ^fh7t Kd77> 
(2ml) 7K (5ml) £6N*g&7ki§i£ (12ml) £;Un*.T 

io.5 ^mnmrnm l tz 0 Kmm&mznmm 123 1 mmo^mr-mm l > 

mM(D4k&®}$:2 12mg, JR^2 9%Tl#7t 0 

1 H-NMR(DMSO-d 6 , 50 OMH z) : 56. 15 (s, 2H), 

6. 88 (d, J=8. 6Hz, 2 H) , 7. 04 (d, J=7. 9Hz, 1 H) 
, 7. 21 (d, J = l. 2Hz, 1H), 7. 24 (dd, J = l. 8, 7. 

9Hz, 1H) , 7. 62 (d, J=9. 2Hz, 2 H) , 10. 34 (s, 1 
H) 

WMftViM (FD-MS, m/z) : 24 2 (M + ) 
13 7 

(4- [(6, h^->-4-t;'J;b) t^y] 7x-;l/} (3, 4 

f-U 4- ^2 ^-^) t 9 J > (18 5) 
7^3*>f^T, »ji 3 67r{|/;4 - t Ko + y7x^ 3, 4 - J 
U>it*lfi/7 ^-jl >rh> (202mg) t 4 - v ^ * Jl>T i J t° U P > 
(112mg) £*:>P> (2ml) ^A*lg&4*fli# L 7^ 0 l^Pal^-? 
□ o-6, h + y+;'J> (18 7mg) ZUdx., 2 OmmimmMffil 

tz 0 Rmm&®£mmmi 2 4 tmrnv^tex-mmL, mmvit&mzi 35m 

g> ©3 8%-e^f;o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 4 (s, 3 H) , 
4. 06 (s, 3H) , 6. 09 (s, 2H) , 6. 64 (d, J=4. 9Hz, 
1H), 6. 89 (d, J = 7. 9Hz, 1 H) , 7. 26 (d, J=8. 5H 
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z, 2H) , 7. 38 (d, J = l. 8Hz, 1 H) , 7. 41 (dd, J = 
1. 8, 7. 9Hz, 1H), 7. 46 (s, 1 H) , 7. 49 (s, 1 H) , 
7. 88 (d, J=8. 5Hz, 2 H) , 8. 57 (d, J=4. 9Hz, 1 H) 
mAfttixm. (FD-MS, m/z) : 4 2 9 (M + ) 

mmm 1 3 8 (##01) 

rtJflRS©.^ ba/ $y (10ml) ^ TfJgg D a n ©T- V (1. 0 8 1 g) 
irUBSS© 3 - (hU :7;M"n^ O^;^ a U K (2. 0 8 6 g) £ 

TUBES© >f 7f;H:^A (III) h U :7;U;*a / ? >XJU**- b (6 2 0mg) 

s-flax.. 6 o°c{r-r iBfe«^L^o RiSjg^^n^ji 2 o tmrn^^x^ 

1U ^©{t^^7 1 9mg, JR^2 6 %^mz 0 

1 H-NMR(CDC1 3 , 500 MHz) :<53. 91 (s, 3H), 

6. 99 (d, J=9. 2Hz, 2H), 7. 6 0-7. 6 4 (m, 1 H) , 

7. 8 0-7. 8 3 (m, 1 H) , 7. 82 (d, J=8. 5Hz, 2H) , 
7. 9 3 — 7. 9 4 (m, 1 H) , 8. 01 (s, 1 H) 

SCftfrtM (FD-MS, m/z) : 2 8 0 (M + ) 

mrnm 139 m^m) 

Hife^Jl 3 8Tl§fc3- h U 7^Dyf^7x-;l/ 4-^ h + ^37i— )l 
>rby (6 5 7mg) £N, N-^7fMwl/A7; K (35ml) icr£fl?U 
h U 7U=f-*t bJ-is K (411ml) £Snx. N T^^>m^T7^SnlfeiS 

^l/co ^M^^nm^j3 3 tmm^mx-mmL. mm<oit^^A 5 4 

m g> iDS£7 3%Tl#^o 
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A H-NMR (CDCL, 5 0 0MHz) : 55. 85 (s, 1 H) , 
6. 94 (d, J=9. 2Hz, 2 H) , 7. 62 (t, J = 7. 3Hz, 1 H) 
, 7. 78 (d, J=9. 2Hz, 2 H) , 7. 83 (d, J=7. 3Hz, 1 
H) , 7. 93 (d, J=7. 3Hz, 1H), 8. 01 (s, 1 H) 

H»J 14 0 

(3-h'J7;l/toyf;l/7x^;l/) {4- [(6, 7 - >^ h^->- 4 
y U JtQ 7x-;b) * 5 J y (18 6) 

7;^*>^I^ HJfe#ll 3 9 ^^3- h U 7Moyf;b7 4- 
b Kn^>>7xz;b 7h> (4 32mg) i4-?Do-6, 7-^^'> 
4^7 U > (3 6 3mg) 1/ f;l/i-f;l/ (10ml) 

1 6 o°c*i l&fffimmmMLtzo Kmm^m^fmmmim± v 
u ^ A7K^<t ? dd^ut'^ ^ u u*)\,i*m*Wkwm-?r* >>7A 

& (5/i) -ejggg-r s -> u iiftotw* tr^y* - k «k t> ma u mm 

1 H-NMR (CDC 1 3 , 500 MHz) : 5 4. 03 (s, 3H), 
4. 07 (s, 3H), 6, 69 (d, J=4. 9Hz, 1 H) , 7. 30 (d, 
J=9. 2Hz, 2H), 7. 47 (s, 2 H) , 7. 66 (t, J=7. 9H 
z, 1H), 7. 87 (d, J = 7. 9Hz, 1 H) , 7. 92 (d, J=9. 
2Hz, 2H) , 8. 00 (d, J = 7. 9Hz, 1 H) , 8. 08 (s, 1 H) 
. 8. 6 0 (d, J =4. 9Hz, 1 H) 

M#*rffi (FD-MS, m/z) :4 5 3 (M + ) 
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TfJBRS©- hay * > (5ml) ^ rUIEn^T- V (0. 5ml) £rfj 
iRa©'>^D^-^>*;U^ ;l/?o y K (0. 6 3ml) £ rfrtSna© -Y >y T" ;U 
t^A(III) h'j7^Dy^>x;^^-h (2 8 8mg) 6 0°Cic 

T 3 B#ISHt# L fco DDjfs^A^i^ ?ao*;UA)f£ 

^07^77^ - 1£ «fc 0 flfjfi U mm<D4t&fa&5 17mg, J&§£5 1 

1 H-NMR (CDC 1 3 , 500MHz) : 6 1. 2 1 — 1. 88 (m, 
10H), 3. 19 — 3. 25 (m, 1 H) , 3. 87 (s, 3 H) , 6. 93 
(d, J=9. 2Hz, 2H), 7. 94 (d, J = 9. 2Hz, 2H) 
Il^ffii (FAB-MS, m/z) : 219 (M + +l) 

HJS^J 14 2 (#%fll) 

4 - ^£ u^^ri/hi] )\, 1 - b Ko^->K>-tr > 
Hife^Jl 4 1 4 -'>?o^+WU:& 1 - y h 

(5 1 7mg) £N, N-i?^fA*AA7 ; K (2 0ml) lc^ft?U thU 
h + v/K (5 3 8mg) *Jn^ T^^>a«tTlNrlfflJ03»ia«EL^o 

4 8 7mg N JR*£9 3%T#^ 0 

1 H-NMR (CDC 1 0 . 500 MHz) :<51. 2 3-1. 88 (m, 
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10H), 3. 19 — 3. 25 (m, 1 H) , 6. 06 (brs, 1 H) , 
6. 89 (d, J=8. 6Hz, 2H) , 7. 90 (d, J=8. 6Hz, 1 H) 
Si^fi (FD-MS, m/z) : 2 0 4 (M + ) 

mmm 143 

4 - p^4-'>;U^;U^'— )),- l - [ (6, 7 - V/ b*-i/- 4 U ;10 
g^vj ^<>-tr'> (18 7) 

Kn + i//<>^> (2 7 3mg) £4-?oo-6, 1 - i? * h + ->+yj> 
(lOOmg) *yxf U>/'J r3-;l/>?y f^x-f^ (0. 2ml) ic^ft? 
1 6 0°C+3 0#fi8«#Lfc„ RlM^^im*!**** h U *AtJ<?s§ 

H — NMR (CDCl g , 500 MHz) : 5 1. 2 1-1. 93 (m, 
10H), 3. 2 4-3. 2 9 (m, 1 H) , 4. 03 (s, 3H), 4. 06 

(s, 3H) , 6. 60 (d, J=5. 5Hz, 1 H) , 7. 24 (d, J = 
8. 5Hz, 2H), 7. 45 (s, 1 H) , 7. 47 (s, 1 H) , 8. 05 

(d, J=8. 5Hz, 2H) , 8. 55 (d, J = 5. 5Hz, 1 H) 

©ftfttFHS (FD-MS, m/z) :3 9 2 (M + +l) 

W&m 14 4 (#%fl|) 

2-h'j7;l/tnyf^7x-;l/ 4-^ ht^7x^ »h> 
TURS©— ha>^> (10ml) i+\ TfJigacDT — v-;U (1. 0 8 1 g) 



WO 97/17329 



13 4 



PCT/JP96/03229 



£lUflR,g,cD2 - ( h ij7Atn^f;l/) OvV^? n 'J K (2. 0 8 6 g) <fc 
TfJiSa©^ ^^;bt'^A(III) h'j7^o^^>x;^^-F (6 2 0mg) 
^Snx.. 6 0r{cT6^fll#L/co ^S^^TKi^ u u * )l l*-?ftm^ 
? a a * ;b A JS£ftt7KSftS^ -7 A L fcl^ MffT^S* L Tf^rt: 
£S^£^4-t>- >/1fI? J. f - ;b-c-Jg§g-r £ •> U # ? Jl ? □ -7 h 7 ^ y < - tc J; t> ^ 

»iu mmo^t&m* i . 4 o 2 g. jr^s 0%ti#/i o 

1 H-NMR (CDC 1 g , 500MHz) : 53. 8 8 (s, 3H), 
6. 93 (d, J=9. 2Hz, 2 H) , 7. 37-7. 39 (m, 1H) , 7. 
6 0-7. 6 3 (m, 2 H) , 7. 75 (d, J=9. 2Hz, 2H) , 7. 7 
3-7. 7 8 (m, 1 H) 

nmftVrm. (FD-MS, m/z) : 2 8 0 (M + ) 



mmm 145 (##00 

H»J1 4 4-e^2- h U 7^oyf^7x^ 4-^ Y^-'yy 
^ b> (1. 402 g) £N, N-i>7fMM7; K (15ml) KigfcPU 
th'J7Aft^ h + '>K (877mg) £fln>U T;b=f>m^T4B#p B TO&§ 

1. 0 5 0 g ^ JR* 7 9 %T#rtLo 
1 H-NMR (CDCL, 500 MHz) : <J5. 88 (s, 1H), 

6. 87 (d, J=8. 5Hz, 2 H) , 7. 3 7-7. 3 8 (m, 1 H) , 

7. 5 8-7. 6 3 (m, 2H) , 7. 71 (d, J=9. 2Hz, 2 H) , 7. 
7 6-7. 7 8 (m, 1 H) 

K*#tfrffi (FD-MS, m/z) : 2 6 6 (M + ) 
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mmm 1 a 6 

(2-h'j7A/tnyf^/7x^) {4- [(6, 7 - : J / Y*i/- 4-3- 
l U AO -7*—M t 5 J y (3 5) 

T^3*>m^T. Hife^Jl 4 5T"I^2- h 'J7^D>f;l/7x^;l/ 4- 
tKo^->7x-;b (9 5 9mg) <h 4 - V * =f-)VT $ J t° U > (4 

8 4mg) (7ml) t£-vUx^*if # L/c 0 

-6, 7-^h*-WJ> (8 0 5mg) 1 gtetofeS8K L fc 0 Kfc 

S^^Jfe^l 3 0 i|HHi07jiS-eMSL. mm<D4t&®}$:8 9 9m g> JR^ 
5 5 %Ts%tz 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :64. 01 (s, 3 H) , 
4. 06 (s, 3H), 6, 67 (d, J=5. 5Hz, 1H) , 7. 22 (d, 
J = 9. 2Hz, 2H), 7. 42 (s, 1H), 7. 4 2-7. 4 4 (m, 1 
H) , 7. 45 (s, 1H), 7. 62-7. 68 (m, 2H), 7. 8 0- 
7. 81 (m, 1H), 7. 87 (d, J=8. 6Hz, 2 H) , 8. 58 (d, 
J =5. 5Hz, 1H) 

(FD-MS, m/z) :4 5 3 (M + ) 



HJfe^J 14 7 (#%#!) 

4 - n -y'^-Jly ^—Jl 4- / h^ri/y ^ h> 

TfJflRS©— hn^*> (10ml) tK rffflRSOT — V-;b (1. 0 8 1 g) 
£ rffaRS© 4 - (n-y^;U) 'OV-OU^niJ K (1. 9 6 7 g) imiSS© 
-< vtA/WMUD b*)7Jl*n* ?>*jl>**-h (6 2 0mg) %1m^ 
6 0ti:t6^a^Lfc o KJ&S£4fc*fSife01 1 2 0 iHiO^T-ilHiU 
mm<D<t&Va&8 6 3mg. JR^3 2%T?»fc 0 

1 H-NMR (CDC 1, , 500 MHz) :( 50. 95 (t, J =7. 3H 
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z, 3H), 1. 38 (tq, J=7. 3, 7. 3Hz, 2 H) , 1. 64 (q 
uint, J=7. 3Hz, 2 H) , 2. 69 (t, J = 7. 3Hz, 2 H) , 
3. 89 (s, 3H) , 6. 96 (d, J=9. 2Hz, 2 H) , 7. 27 (d, 
J=8. 6Hz, 2H), 7. 69 (d, J=8. 6Hz, 2 H) , 7. 82 
(d, J=9. 2Hz, 2H) 

m&fttirm (FD-MS, m/z) : 2 6 8 (M + ) 
l!«J 14 8 (#%W 

(8 6 3mg) £N, N-i>7f^;bA7 5 K (5 0ml) |:ML, h U 
>7Aft^ b4-*>K (563mg) ^rJll/U 7^3*>MT 7 B^KSPlfeiS^ L 

sjcs^te^njfe^j 3 3 tn^tD^-eJOT u mmofc&ya* 7 8 7 m g. JR 

1 H-NMR (CDCL , 500 MHz) : 5 0. 95 (t, J = 7. 3H 
z, 3H) , 1. 38 (tq, J=7. 3, 7. 3Hz, 2H), 1. 64 
(septet, J=7. 3Hz, 2 H) , 2. 69 (t, J=7. 9Hz, 
2H) , 6. 35 (s, 1H) , 6. 92 (d, J=8. 5, 2 H) , 7. 28 
(d, J=7. 9Hz, 2H) , 7. 69 (d, J=8. 6Hz, 2H), 
7. 7 7 (d, J =8. 5H z, 2 H) 
KS5HFrfit (FD-MS, m/z) : 2 5 4 (M + ) 
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mmm 149 

(4 -n-y'^JUy^-Jl) {4- [ (6, 7-^^ ^y-4-^7'J;l/) 
;fr^>0 7 ^—Jl} t$jy (4 0) 

i/yju-Jl >t h > (7 2 7mg) £ 4 on- 6, 7-^h + y+7'J> 
(6 3 9mg) ^yxf l/>^ijD-^yy^i-f^ (10ml) 

1 8 0°C4U OBf^MS^L^o SfEiS^^taiDKit^- h U ->A7j<7g/& 

Orag, iR^3 2%Ti#/c 0 

1 H-NMR (CDC L , 500 MHz) : 5 0. 95 (t, J=7. 
3Hz, 3H) , 1. 38 (tq, J = 7. 3, 7. 3Hz, 2 H) , 1. 62 
~1. 68 (m, 2H), 2. 71 (t, J=7. 3Hz, 2 H) , 4. 04 

(s, 3H) , 4. 07 (s, 3H) , 6. 65 (d, J=4. 9Hz, 1 H) , 
7. 26 (d, J=8. 5Hz, 2H) , 7. 31 (d, J=7. 9Hz, 2H) 
, 7. 46 (s, 1H), 7. 49 (s, 1 H) , 7. 76 (d, J=7. 9H 
z, 2H), 7. 92 (d, J=8. 5Hz, 2 H) , 8. 58 (d, J = 
5. 5Hz, 1H) 

MbfrflHS (FD-MS, m/z) : 44 0 (M + -l) 



WO 97/17329 



13 8 



PCT/JP96/03229 



nmm 150 (#%m) 

3 —yjlyfn y 4 - / \>Jri/7 >r h > 

rfrB&S,©- h ^> (5ml) ^ rfigSSOT^ V (5 4 lmg) £rfr 
i&SOS-^M-o^yV^ o U K (7 9 3mg) <h rfJlSnn© X^; y ify A 
(III) h'j7;l/ta^>xW^-h (49mg) ^fln*., 6 0 "Ci'T 3 BPbI 

g> iR*5 1 %-cmtZo 

mmfttftm (fab-ms, m/z) : 231 (m + +d 



HJfcfl! 15 1 (#%PJ) 

4 — b Kn^->7x- ;U 3 -7 JUlruy ^.—Jl »h> 

(5 8 Omg) ^i?7Do^> (5m 1) (cig#?U tR^TI. 0M^'d> h 
'jT/oS h'-i??DD^« (2 3ml) ^ffl* 3 IfttKJ^ L S 

JcSl^£il«»Jl 2 1 iPJ^©7a^MSL. mm<D4k&&lZ4 02mg, JR 

1 H-NMR (DMSO-dg , 500 MHz) : <5 6. 91 (d, J = 
8. 5Hz, 2H), 7. 44~7. 49 (m, 3H), 7. 57-7. 61 
(m, 1H), 7. 68 (d, J=8. 5Hz, 2 H) , 10. 51 (brs, 
1H) 

W&ftVrm. (FAB-MS, m/z) : 217 (M + +l) 
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mmm 152 

{4- [ (6, t^->] 7xzjl,} (3-7 

)l*u7 (17 6) 

TJi=r >smr* nmm 151 -emtz 4-tKn+->7x-^ 3 - 7 w a 

7*~Jl >rYy (373m g) t 4 -*J* *Jl>T i J t°'J i?y (2 3 2mg) 
**i/V> (5ml) ^^KftWMJp&&Ltio 3B#I8J»4 na- 6, 7- 
>M h*->*7 U > (3 8 6mg) £Sn*. N 2 imwmj&MLtz 0 mjBgL&m 



«k*>*HS!SlU Ii:?DDt^A/ii|xfji/ (5/1) -egW-rsWlS'Uay 

1 H-NMR (CDC 1 3 , 500 MHz) :<54. 04 (s, 3H), 

4. 07 (s, 3H), 6. 67 (d, J=4. 9Hz, 1H) , 7. 28 (d, 

J = 7. 9Hz, 2H) , 7. 31 — 7. 33 (m, 1 H) , 7. 46 (s, 
1H), 7. 47 (s, 1H), 7. 48-7. 5 3 (m, 2H), 7. 59- 

7. 61 (m, 1H), 7. 93 (d, J=8. 6Hz, 2 H) , 8. 59 (d, 
J=5. 5Hz, 1H) 
fl^tt (FD-MS, m/z) : 4 0 3 (M + ) 

mmm 153 

N- {4- [ (6, 1-*J* A-*1- -/■;-;!/) j^vp 7^_;I/} 

-N' - (2-^ h^->7^-;t/) »7^7 (11 3) 
6, 7-^^ h + ->-4- (4-7^7x7+-» *^/ l J > (1 0 Omg) 
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£h;ldL> (10ml) Izlmf&feMLtz^ 2-/ Jl4 V *sT±- 

h (o. 3 6mi) £jn;u 4 o^mmfmmLtz 0 i%m&w3k®L, mm&tn 

ufrJlsA/J ? J -Jl (1 0 0/1) > ftl^^DD*^A/7t h > (5/1) 
-CS^It--5 :> V # yVU^ ^ A ? n t h y 4 - (c «fc ffi^ mm<D^^ 
1 1 2mg. 1K^7 5%Tl#/c 0 

H — NMR (DMSO-dg, 500 MHz) : 53. 90 (s, 3H), 
3. 98 (s, 3H), 3. 99 (s, 3 H) , 6. 90 (t, J=7. 9Hz, 
1H), 6. 96 (t, J = 7. 9Hz, 1 H) , 7. 03 (t, J=7. 9H 
z, 1H), 7. 2 3 (d, J=9. 2Hz, 2H), 7. 39 (s, 1 H) , 
7. 55 (d, J=9. 2Hz, 2 H) , 7. 57 (s, 1 H) , 8. 15 (d, 
J=7. 9Hz, 1H) , 8. 25 (s, 1 H) , 8. 55 (s, 1 H) , 
9. 4 4 (s, 1 H) 
MmftVrm (FD-MS, m/z) : 4 4 6 (M + ) 



mmm 154 

N — {4 — [ (6, h^r'>-4-^'/'J-^) *±is] y^-Jl} 

-N' - (3 h^-jyy ^-;l/) yVT (114) 

6, 7 --Jjt h + ->-4- (4-7;77x;+i/) *^VU > (lOOmg) 
&hJl*-> (10ml) iztiamfemLtzWi^ 3- / h + i/7i-;KV'>77- 
h (0. 3 6ml) ^Jn^> 4 0 #Rgjn8&fi$fc L *: 0 ^g£?n 
o*;UA/y^/ (10 0/1) ^ □ □t^bA/rt h > (5/1) 

3 lmg, JR^2 1%-C'&ti 0 

1 H-NMR(DMSO-dg, 500 MHz) : 53. 74 (s, 3H), 
3. 98 (s, 3H), 3. 99 (s, 3 H) , 6. 56 (d, J=7. 9Hz, 
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1H) , 6. 96 (d, 3 = 7. 9Hz, 1 H) , 7. 15-7. 25 (m, 
4H), 7. 38 (s, 1H), 7. 53-7. 60 (m. 3H), 8. 55 
(s, 1H), 8. 76 (s, 1H) , 8. 81 (s, 1 H) 

(FD-MS, m/z) : 44 6 (M + ) 

mmm 155 

N — {4- [ (6, 7-V* Y*is- 4-*i-VV *±iS] 7 

N ' - (4-y V^-i/y^— )V) uVT (99) 

6, 7 -V/ b*is-4- (4-7i;7xy + -» > (8 lmg) 

£rh;!xji> (5ml) {cfln*&g#? L/c^ 4-^ h + y7x^K7^77— h 
(0. 2 9ml) 40ftmtoMM2fcLtz o VtmLtzmftZmmL, bJl> 

1 H-NMR (CDCL, 500 MHz) : 53. 79 (s, 3H), 
4. 06 (s, 3H) , 4. 07 (s, 3 H) , 6. 48 (s, 1 H) , 
6. 64 (s, 1H), 6. 91 (d, J=9. 2Hz, 2 H) , 7. 20 (d, 
J=8. 6Hz, 2H), 7. 27 (d, J=8. 6Hz, 2 H) , 7. 32 
(s, 1H) , 7. 47 (d, J=9. 2Hz, 2H) , 7. 55 (s, 1 H) , 
8. 6 0 (s, 1 H) 
MM^mm (FAB-MS, m/z) : 4 47 (M + +l) 

15 6 

N — {4- [ (6, 7 -V* b*is-4-*j-W-Jl) y^—M 
-N / - {.2-7 )\s*u-y ^—)V) vlsT (116) 

6, 7->M bJ-is-4- (4-7;77x; + ^) 1) > (1 0 Omg) 

£h;l/ji> (10ml) Iztiof&mMLtz'&s 2-7Mo7x^K7>>7t- 
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h ( o . 3 0mi) *fln 4 o ftmtiaf&Mtt L fz 0 flrtb L 7t4@#£ji:gK U h 

1 H-NMR (DMS O - d- , 50 OMH z) :<53. 98 (s, 3 H) , 
3. 99 (s, 3H) , 7. 0 0-7. 0 4 (m, 1 H) , 7. 13-7. 17 
(m, 1H), 7. 2 3-7. 2 7 (m, 3 H) , 7. 39 (s, 1 H) , 
7. 5 4-7. 5 7 (m, 3 H) , 8. 10 — 8. 20 (m, 1 H) , 8. 55 
(s, 1H) , 8. 65 (s, 1H) , 9. 26 (s. 1 H) 
n&ftVrm (FD-MS, m/z) : 43 4 (M + ) 

umm 157 

N- {4- [ (6, l-*J* h^>-4-^j-v'U-^) *±}S\ y^-M 

-N' -n-y^;b^l/T (2 2 0) 

6, 7- 9 J* h^->-4- (4-7;/7i;+'» *^-»/U > (1 0 Omg) 
(10ml) KUommmLtiWi, n-^fMV->77-h 
(0. 2 9ml) £*JD;i. 40&ma*MBMLtio nm^9uu 
•frAsu/T-tyy (5/D "CMS&t&i'V ii ¥ foil 2* 9 h^77^f -\z 

1 H-NMR(DMSO-d 6> 500 MHz) : 50. 90 (t, J = 

7. 3Hz, 3H) , 1. 2 8 — 1. 4 6 (m, 4 H) , 3. 09 (q, J = 
6. 7Hz, 2H) , 3. 97 (s, 3 H) , 3. 99 (s, 3 H) , 6. 23 

(brs, 1H), 7. 14 (d, J=9. 2Hz, 2 H) , 7. 37 (s, 1 
H) , 7. 47 (d, J=9. 2Hz, 2 H) , 7. 55 (s, 1 H) , 

8. 53 (s, 1 H) , 8. 5 8 (b r s, 1 H) 
KS##HI (FD-MS, m/z) : 3 9 6 (M + ) 
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mmm 1 5 8 

N — {4- [ (6, 7-^ht->-4-^y'J^) *±±2 y ^-Jl) - 
(4 - t e r t -7fib7i-;b) ^>k£±±i !f ^ 2 1 3) 

6, 7->MK*i>-4 - (4-7;y7x^-» *y U > (54m g) t 
rPI D n nO 4 - t e r t - 7f ( 1 0 2 ra g) £N. N-yyfM^ 

A7; K (3ml) KjgflPLfcaU l-xf;b-3- (3' -v?yf;l/7i;^ 
ah'jl) t>Jl#iS4 i KttRtt (1 0 6mg) £JD;L. MSlCT6NrP^»^L^ 

su mmmb 1 £i^«©i*ffcK«fcoTffimu m.m<oit^m^2 9mg. irs* 

3 5 %Tl§/Co 

1 H-NMR(CDC1 3 , 9 OMH z) : 6 1. 36 (s, 9H), 
4. 05 (s, 3H), 4. 08 (s, 3 H) , 6. 48 (d, J=5. 3Hz, 
1H), 7. 1~8. 1 (m, 11H), 8. 49 (d, J=5. 3Hz, 1 H) 

nmftVrm (FD-MS, m/z) : 456 (M + ) 

159 

N- {4- [(6, 7-^h4->-4-^'Ji) ^->] -N 
zjL±Jkn (4-t-^7x~;l/) ft^M^-frS K (15 6) 
HJfeWl 5 8T-It.tlfcN- {4- [(6, h + ->-4-*;^b) 

7x;;H - (4 - t -W7x- ;!✓) *7;I/***1J-S K (lOOmg) 
£N, N-^yf;^A7^ K (3ml) icaSPLfcSU Tk^t^hU^A 
(lOmg) £flDX-> OtlltmrilUfL^ 3V4t/*Jl> (3 1mg) £ 

8mg, JRSP4 6%T^7^ 0 
1 H-NMR (CDClj, 90 MHz) : d 1. 28 (s, 9H), 
3. 54 (s, 3H) , 4. 04 (s, 3 H) , 4. 05 (s, 3 H) , 
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6. 3 2 (d, J = 5. 3 H z, 1 H) , 7. 0-7. 3 (m, 8 H) , 

7. 42 (s, 1H), 7. 50 (s, 1H) , 8. 47 (d, J=5. 3Hz, 
1H) 

n&ftmm (fd-ms, m/ z ) : 470 cm + ) 
mmm 1 6 0 

N- (4- t -y^;b-7^~;U) - {4- [ (6, 7 -if/ h4-->- 4 -*J 

uaq ghjj/j ^ ^-;u} ^2kfj!±jJ !f (15 5) 

4- (6, b + ->-4- + ; i J^) t+y$lii (5 4mg) iff? 

IRS© 4 - t e r t -y^^T— U > (102mg) £N, N-^7fM^A 
7; K (3ml) ic^Lt^ 1 -jh^-jU- 3 - (3' -^^WU^a 
t°;lO -hhKVJX FmffiM. (106mg) Ztiax.. ISlct 6 tefffltitW Ltz^ 

mmms 1 tmm^mm^^^xmmL, m.m^it^^2 9m g , ii»3 5% 

1 H-NMR (CDClj, 90 MHz) .6 1. 34 (s, 9H), 
4. 03 (s, 3H), 4. 06 (s, 3H), 6. 57 (d, J=5. 3Hz, 
1H), 7. 2-8. 1 (m, 11H), 8. 55 (d, J=5. 3Hz, 1 H) 

Sfi^-tFrM (FD-MS, m/z) :4 5 6 (M + ) 

16 1 (##0D 

2- (6, 7->M h^->-4-*7 UAO -2- (4 -T'o^^^-yU) 7 
rffggO 4 -yot7 ^T-fe h (4. 3 g) £ h;l/^.> (1 0ml) 

t-^jgu o°cizMm$:Ttftz'&^ TK^b^-h 1 ;^^ ci. og) *mz.5ov 
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(2. 2g) 5^«^. )l>-et&&Liz 0 MTimm 

8 5 Omg, JR*P2 2%~e'&tz 0 
1 H-NMR (CDC 1„ . 90 MHz) : <5 3. 66 (s, 3 H) , 

3. 80 (s, 3H), 5. 40 (s, 1 H) , 6. 74 (s, 1H), 6. 9 
~7. 4 (m, 6H) , 8. 54 (d, J=4. 6Hz, 1 H) 

(FD-MS, m/z) : 38 2 (M + ) , 3 8 4 (M + +2) 

mmm 1 6 2 ommw) 

6, 7 -if* h^v-4- (4 -7*0^6 "7^ — jlj fjj) ^yj> 

161 xm^ntz 2 - (6, 7 - *j * h*->-4-+;'jA) - 2 - 

(4-7*n^:7i^.;l,) 7th-h'J^ (8 5 Omg) £6 0 ^SfflteKf&tt (5 

*u si^^do*w>^;-^ (i oo/i) Tjg&rrsv'V^yvi^ 

D7h/7 7-f-C«kt)«l!U mmcDlterm* 2 6 0mg, iR^3 3% 

1 H-NMR (CDCL , 90 MHz) : 5 3. 90 (s, 3 H) , 

4. 0 2 (s, 3H) , 4. 3 1 (s, 2 H) , 6. 9~7. 5 (m, 7 H) , 
8. 6 3 (d, J =4. 4H z, 1 H) 

Ki»«ftt (FD-MS, m/z) : 3 5 7 (M + ) , 3 5 9 (M + + 2) 
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mmm 1 6 3 (#%#d 

6, l-V* h4->-4- (4 - h 'J -n-y^^x^— if? ^— ;M f2k2 

T;Hf>5?fflmT. HJfe^Jl 6 2-£*t£ttrt:6, 7-^h + >>-4- (4- 
7'o*7x^.;l/yf;l/) +;>J> (2 5 0mg) h7t Ko75> (4ml) 

(0. 3ml) £«T L 1 B5fflfll# L fco T^h^t Ko77> (1ml) 

te&Jft L /c^b h'J-n- T^f^xX^lT U - 7 8 °CT 2 B&fflil& L tz 0 * 

S^+t>/ftSxf;l/ (3/1) TfiMtS 'J Ji>f)l>i]^2*9u-? b?^ 

1 H-NMR (CDClg , 9 0MHz) : <50. 7 — 1. 6 (m, 2 7 H) , 
3. 88 (s, 3H) , 4. 02 (s, 3 H) , 4. 34 (s, 2 H) , 7. 0 
~7. 5 (m, 7H) , 8. 63 (d, J=4. 6Hz, 1 H) 

mmm 1 6 4 

(4- [ (6, 7--^nti/-4-^;'J^) 7x-;b) (4-t 

t?jy (16 2) 
MMMl 6 2T~'&t>tltz6, 7-^F*->-4- (4- h U -n-7'f 
* — * 7 +/'J> (8 2mg) > TffBS® 4 — t -y^U'OW 

;l^o'J K (3 1mg) :fc<fctfft&£fi© t:X (F'J7j:-^X7^) *J 
(II) ^oij H^^na--hJl/A (3ml) U anaMtSETx 15^1 

it* u v Aymmx'ffl&Ltio mymmi- b u ushers* u sat 
«-^^>/i^na.f-^ (2/i) -?jg§f§-r*»ji?n^ h^tm -{Cct^m 
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SEi L . i&m<D4t&V!}*: 6 m g N JjX^ 1 0 %X*'&tz 0 

* H — NMR (CDCl g , 90MHz) : 51. 36 (s, 9 H) , 
3. 91 (s, 3H), 4. 03 (s, 3H), 4. 45 (s, 2 H) , 7. 0 
~7. 9 (m, 11H), 8. 66 (d, 3=4. 4Hz, 1 H) 
Mfe5#f*t (FAB-MS, m/z) : 4 4 0 (M + +l) 

16 5 

N- (4-7;U^-d^^_ -N' - {4- [ (6, 7->^ h^i>-4- 
*rJV)V) ±±jS] 7x£jj f-^-^UT (2 0 3) 

6, 7-^n + ->-4- (4-7^7x;+-» +7U> (lOOmg) 
^h;bi> (10ml) {CjD^j^L^^ 4-7^o7x-;W-f V>>7 
*-h (5 2mg) £fln^u 2 4NFra*DJIft««ELfco f£i«£©£U 9 a 

a*jlJ*// ? J -ji (1 o 0X1) -Cgra^£v'U#y;l'*77A?nT h ^ 

^ H — NMR (DMSO-dg, 500 MHz) : 5 3. 93 (s, 3 H) , 
3. 95 (s, 3H), 6. 50 (d, J = 4. 9Hz, 1 H) , 7. 15- 
7. 2 5 (m, 4H) , 7. 4 0 (S, 1 H) , 7. 4 7-7. 5 0 (m, 3 H) 
, 7. 59 (d, J=8. 6Hz, 2 H) , 8. 50 (d, J=5. 5Hz, 
1H) , 9. 80 (brs, 1H) , 9. 84 (b r s, 1 H) 
SiMICFAB-MS, m/z) :4 5 0 (M + +l) 

16 6 

1- (4-7^tn7x-;l/) - 2 - vT 7 - 3 - {4- [ (6, 1-*J* V 

t'>-4-^'j^ *±H± ?t~p> (20 4) 

^ffeflll 6 5T?»£tlrt:N- (4-7Md7x-^) -N' - {4- [(6, 
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y->^o^«>^^^> K (3 1mg) „ H&mMW'f Vfu 
Tl >&M4t/ (10ml) IzfflftLtio ::i:THF (1ml) izmm 
IfcvTt; K (16mg) tetinx-MfrnT: — L tz 0 igflteSiU 
^od^I/A/^;-^ (1 0 0/1) t?gH31-£ ->U *m7A^D7 h 

1 H-NMR(CDC1 3 , 90MHz) : 54. 03 (s, 3H), 
4. 05 (s, 3H) , 6. 50 (d, J=5. 1Hz, 1 H) , 6. 8~ 

7. 6 (m, 10H), 8. 52 (d, J = 5. 3Hz, 1 H) 
KMr^tfrflt (FD-MS, m/z) : 4 5 7 (M + ) 

Hiife^J 16 7 

N — (2-7 ^—)l>} -N' - {4- [ (6, 7-^V h^>-4- 

*cJV)V) *±jA 7x-;l/} f-^-frUT (2 0 5) 

6, 7->M h + ^>-4- (4-7U7x> + y) +7 U > (1 0 Omg) 
£h;UjL> (10ml) icJo^j^L/c^ 2-7Wo7x-Jl/ft-f V'>7 
*-h (0. 0 5ml) *Jn^L> 2 4»iSlLfcc igjK£e±U HM£ 
^dd^V^^;-^ (10 0/1) "eKBB"* - * > »J ijfhii^I*? h 
-ic£t)fll8aU mm&it&M&G 6mg. JR^4 2%-e^ 0 

1 H-NMR (CDCL, 90MHz) : 54. 03 (s, 3H), 
4. 05 (s, 3H), 6. 53 (d, J=5. 3Hz, 1 H) , 7. 1~ 

8. 0 (m, 10H), 8. 53 (d, J = 5. 1Hz, 1 H) 

nmftVrm (fab-ms, m/ Z ) : 450 (m + +d 
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1- (2-"7Muy - 2 - ->77 - 3 - {4- [ C6, 7-'J/ h 

4y-4-t;'J;b) **isl y^-M rT—V> (2 0 6) 

%mmi 6 7T'IbtltN- (2-7iWo7x-^) — N' - {4- [(6, 
7-^7h + i/-4- + ; i J;b) ft-^UT (42mg) , 

u^i/)Vti)Vm ; J^ I K (3 7mg) „ V^o trA^f-A- 

7^>^»fl/> (10ml) K^L/Co ::t:THF (1ml) 
LtzisT+i K (2 Omg) ^Sn^MfiT— L fc e ?&i££S£U 
^noUA/^;-;b (10 0/1) -eS0fl1-S 'J ii? foil 5 J* 9 h 

1 H-NMR (CDClg, 90 MHz) : 54. 04 (s, 3H), 
4. 06 (s, 3H), 6. 53 (d, J=5. 3Hz, 1H) , 7. 1~ 
7. 6 (m, 10H), 8. 47 (d, J=5. 3Hz, 1 H) 

®S##f4i (FD-MS, m/z) : 45 7 (M + ) 

HS&^J 16 9 

N- (2-^ Y^-i/lx.—)^ -N' - {4- [ (6, 7-v^ h^->-4- 
*jr$/] 7*—M ±£2-kZ (2 0 7) 

6, 7-^h + y-4- (4-7^7x; + -» +/'J> (lOOrng) 
£h;loc> (10ml) izlmmfeMLtzik, 2-/ h + '>7i-;W'fV'>7 
*-h (0. 0 5ml) £in*.. 2 4 ttntaftUBtfE L tz 0 ?£$&£Si:U 
^dd^A/^;-^ (1 0 0/1) T'SBai-^v";*yVU^7^A^n-7 h 

/77^ -ic«tt)m*iL> mmvit&m* 1 8 m g . jr^5 0%t^ o 

1 H-NMR (CDC 1 3 , 90MHz) :<5 3. 8 6 (s, 3H) , 
4. 04 (s, 3H) , 4. 05 (s, 3H), 6. 52 (d, J=5. 3Hz, 
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1H), 6. 9-8. 1 (m, 10H), 8. 52 (d, J=5. 1Hz, 1 H) 
SSM^tfHDI (FAB-MS, m/z) : 4 6 2 (M + +l) 

nmm no 

N- (2 -t x.—)V) -N / - {4- [ (6, 1-*J* h*is-4-* 

7 ^— ff7U7 (2 0 9) 

6, 7-yy h + ->-4- (4-7;;7x7+-» +7'J> (80 m g) £ 
h;Uo.> (10ml) {CjD^ISt^m. 2-y^7x-W^vm- 
h (0. 0 4ml) Srfln^U 2 4 L *J«*e*U SSE^^a 

d^^a/^ (loo/i) -esgg-r s -> u w*7A?o7 b?*^ 

1 H-NMR (CDC U , 90MHz) : 8 2. 38 (s, 3H), 
4. 03 (s, 3H) , 4. 04 (s, 3 H) , 6. 50 (d, J=5. 3Hz, 
1H), 7. 1-7. 8 (m, 10H), 8. 50 (d, J=5. 3Hz, 1 H) 

StMi (FD-MS, m/z) : 445 (M + ) 

mmm 171 

N- (3 f2k2-£^k) ~ N/ - ii_Z E ( 6 » h4-v-4-* 
6, 7-^h*5'-4- (4-7U7x;+v') +y'J> (81m g) £ 

h;ux> (10ml) icim!!&jg|?Lrt:8u 3->f;i/7x-^ft>rv-m- 

h (0. 0 4mi) &uaz* i5fttismmmffiLtz 0 mm^^L. mm*?* 

u*)\,u/t 5 j -;u (10 0/1) -ejg^-r<s>'U77y , >'U775A^o-7 

1 H-NMR (CDC 1 0 , 90MHz) :<5 2. 40 (s, 3 H) , 
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4. 03 (s, 3H), 4. 05 (s, 3H) , 6. 52 (d, J=5. 1Hz, 
1H) , 7. 1-7. 8 (m, 10H), 8. 51 (d, J = 5. 3Hz, 1 H) 
KMftVrm (FD-MS, m/z) : 4 4 5 (M + ) 

17 2 

1 - - 2 - isT J - 3 - (4- [(6, 

■>-4-47'J^) ^T->>> (210) 

7 Ot-i^tlfcN- (2 -y ji^.^) -N' - {4- [ (6, 

7 -it* V*i/-4-*J UAO **v/] 3-*<yUT (2 4mg) „ 

^•>^d^->^M'^^; K (4 5mg) , )ftii(D^^ v^Dt^xf^ 
T = y^mt/ ^\s> (7ml) d^LTto :-i:THF (1ml) izmML 
tzi/T±i K (2 8mg) £fln^m&T-Bfe«#L/Co 7§£g£®*U ££2t£? 
□ n*;bA/y (10 0/1) -ejg|{§-f£ U t/YJlfiy A? 

1 H-NMR (CDCl,, 500 MHz) : 52. 36 (s, 3H) , 
4. 03 (s, 3H), 4. 04 (s, 3H), 6. 46 (d, J=5. 5Hz, 
1H) , 7. 30-7. 45 (m, 9H), 7. 50 (s, 1 H) , 8. 49 
(d, J=4. 9Hz, 1H) 

nrnftrnm (fd-ms, m/z) : 453 (m + ) 
mmm 173 

1- (3 -t ?-Jl<7x.—Jl) - 2-isTJ - 3 - {4- [ (6, 7 - Z? * 
->-4-^;'J^) **isl yT — i>> (2 12) 

nmmi7 i-enzntzN- -n' - {4- [ (6, 

7-*J/ »;^) 7x-M n-yur (18mg) N 
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V s s* u^isjltUltfiU i K (35mg) N fe&J&S© Vfu \£)\>3-*)V 
T I >&mt*?-U> (6ml) KmmLtZo :CCTHF (1ml) KjgJSL 
tzi/Ti-i K (2 3mg) £Jn*.SfiT?— Iftllfl* L fco U Bltt*^ 

no^W^^y-;!/ (l 0 0/1) TrSlflt-a *>U AWtA^ot h?* 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<5 2. 3 8 (s, 3 H) , 
4. 03 (s, 3H), 4. 04 (s, 3H), 6. 48 (d, J=5. 5Hz, 
1H), 7. 10~7. 4 5 (m, 9H), 7. 51 (s, 1H), 8. 48 
(d, J=5. 5Hz, 1H) 

mmftVrm. (fd-ms, m/z) : 453 (m + ) 



Hlffii^J 17 4 

4-faF'nt'>7x^ 3 - h U o;fr 4- -> 7 ^ — *r h > (#%ffiJ) 

HS&M2 2-eHfc4- h 'J -n-zf*f-)Vl-y- l h + ->^f;b7xy-^ 

(1. 3 g) fmW.uu<DA- (h 'J VMu* b*>0 OvV;U ?no^> 
'/-f^n'JK (6 7 4mg) ^7onm (5ml) lw&«? U TfilRScD I: 
X (h >j7i^77^ » /^v^A (I I) ?n«J K (8mg) £A*U 

(2. 0 g) ^fh7tKo77> (4ml) izmmz^ 7k (5m 1 ) t 6 N 
tffltefcigift (15ml) £fln*-T 8 NfKI«M L tz 0 ^JCM^^TK t?ua*jl 

^^^^+-^>/^S?if-;l/-eMga-r-5 S"J ^W5A7 n-rr h^*^7>f 

-kj^imhu mm(D4t&®& 2 . 1 g#7t 0 

SIMffi (FD-MS, m/z) : 2 8 2 (M + ) 
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mmm 175 

(4-h'J7;^oy ht'>7x^;l/) {4- [(6, h^->-4- 

±J_±J¥> ±±i^2 ~? (2 8 4) 

H»J1 1 l-emtz4 - t Kn+y7x^.;l/ 3 — h U "7;M- o** 
;b (581mg) fmmSL<D 4 -it* J-JlT ;yh°'Jy'> ( 2 7 7 m g) 

^i-isuy (20mi) ^Atu t ji zf >m,MTw.wpm& l /c Q i m$'& 4 - 

^□□-6, 7-^n + ->+7'J> (4 6 0mg) 2 4 B#p H m*&S35t 

o n * ji Am^m^mm^ ->7A t-s£*i l tz 0 £ ntzm 

^^y/mfcz-T^-ZMfflLtz'^ 9 n n * Jl Afjglit %> is >J t> ¥ )l 
9 Y7=7-?>{ -K^K>mU^ Il^oDtwbA/l^txf;!, (5/1) T? 

4 7 0mg N JR^4 9%Tl§/-i 0 

1 H-NMR(CDC1 3> 50 OMH 2) : <5 4. 03 (s, 3H), 
4. 07 (s, 3H) , 6. 66 (d, J=4. 5Hz, 1 H) , 7. 28 (d, 
J = 8. 5Hz, 2H) , 7. 35 (d, J=8. 7Hz, 2H) , 7. 46 
(s, 1H), 7. 47 (s, 1H), 7. 89 (d, J=8. 5Hz, 2H), 
7. 92 (d, J=9. 2Hz, 2 H) , 8. 59 (d, J=4. 5Hz, 1 H) 
K»##fli (FD-MS, m/z) : 4 6 9 (M + ) 

mmm n e 

HJiSaO- hn^ ^> (10ml) ^ TUBRSOT — V-^ (1. 0 8 g) t 
rfJBfo&CD 4 - 3 - hX> y>r ;U ? o <j K (2. 6 7 g) irfffiSa©^ y r^Hf* 
A (I I I) h ij 7ji*a/ ? V (6 2 0mg) £j&n;^ 6 0°Clz 
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ximmttzo fcfcm&w : &7kt? ua*)iA-cftm'&, ? uu^jiAm&m 

£r$j£ 7 2 2mg, 2 1 fz 0 
MMftVrm (FD-MS, m/z) : 3 3 8 (M + ) 

mmm 177 

4-bKo^v'7x^ 4-3 - Vy h > (j^^J) 

HJfe^Jl 1 9-e|#7r 4 h + i>^i-^ 4-3 - K7x-;l/ >r h > 
(722m g) ^-^DD^> (2 0ml) U tK#T1. 0M*o> 

h'JT'n; F'-^?dd^ >^ (9ml) WB&mWLtZa 1 Bfc& 

it&ty* 3 8 0 m g N J{« 5 5 %~e'mz 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 6. 8 9 (d, J = 
8. 6Hz, 2H) , 7. 44 (d, J=8. 5Hz, 2 H) , 7. 65 (d, 
J=8. 6Hz, 2H) , 7. 92 (d, J=8. 5Hz, 2 H) , 10. 47 
(s, 1H) 

K&ft-tfrM (FAB-MS, m/z) : 3 2 5 (M + +l) 

nmm n s 

{4- [(6, 7-v?y^->-4-^ l J^)t^>]7x-;l/} (4-3 
- K:7^_ ;l) (2 8 5) 
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xiA >r h> (3 8 Omg) t4-i?yW; 7 t°'Jy> (1 5 8mg) £ 
*->U> (11ml) tp^Atim&tpmft L fZo 2W4-^Dn-6, 7- 
>>y h^i/^y y > (2 6 2mg) £fln;L. 1 BfejD^il^ L /c Q Sfo*l£r%£fi$ 

^Sv'J^W^a^ >M -^=k«9m^L. milter®}* 4 5 9rag, 

1 H-NMR (CDC 1 3> 500 MHz) : <5 4. 03 (s, 3H), 
4. 07 (s, 3H) , 6. 66 (d, J=4. 9Hz, 1H) , 7. 27 (d, 
J=7. 6Hz, 2H) , 7. 46 (s, 1H) , 7. 47 (s, 1H) , 
7. 54 (d, J=8. 6Hz, 2H) , 7. 88 (d, J = 7. 9Hz, 2 H) 
, 7. 90 (d, J=8. 6Hz, 2H), 8. 58 (d, J=5. 5Hz, 1 
H) 

MmftVrm (FD-MS, m/z) : 511 (M + ) 
17 9 

rfrBSiS©— (10ml) ^ rfJBgrScDT-r. V (1. 0 8 g) £ 

TfJiSn c &cD4-yn^K>yV^^o U K (2. 2 0 g) trfiffi.F a <DJ y \£y 
A (I I I ) by yjl*nj ? >x;U**- h (6 2 Omg) &Unx.^ 6 0°C{c 
TlVmftLtZo KfoMemZJilt? on*;l,AT#Stf£. ?nD*;l/Ai^| 
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6 5 g> JR¥5 7%T*'&tz 0 
1 H-NMR (CDC 1 3 , 500 MHz) : 53. 89 (s, 3 H) , 6. 
97 Cd, J=8. 6Hz, 2 H) , 7. 62 (d, J = l. 8Hz, 2 H) , 

7. 62 (d, J=l. 8Hz, 2H) , 7. 80 (d, J=9. 2Hz, 2 H) 
mm-frffim (FD-MS, m/z) : 2 9 0 (M + ) , 2 9 2 (M + + 2) 

mmm iso 

4-bKn^v/7x.i;l/ 4 -7n^:7^.^;b jr h > (##ffil) 

(1. 65g) *i?^DD^^> (20ml) CjSIBU *^Tl. 0M*'n> 
h'jT'o? F--;^od^ (2 3ml) £flO*-> ^B4>fll# L fc 0 life 

©ft£r#l£- 1 . 3 4 g > JR^ 8 5 

1 H-NMR(DMSO-dg, 500 MHz) : 56. 90 (d, J = 

8. 5Hz, 2H) , 7. 61 (d, J=8. 5Hz, 2 H) , 7. 66 (d, 
J=8. 6Hz, 2H), 7. 74 (d, J=8. 5Hz, 2 H) , 10. 46 
(brs, 1 H) 

K*##fffi (FD-MS, m/z) : 2 7 6 (M + ) ,2 7 8 (M + + 2) 

mmm isi 

{4- [ (6, 7-->7 'J^) ^'>1 7x-Jb} (4-7 
p^^-r-jlQ t?jy (2 8 6) 

T;b=T>^Tx Hi^ 1 2 3 T"f 4 - t Kn + i/7 x^;l. 4-7d^7 
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jc^jU >rh>(l. 182g) i4-^>W;;h°'J> i > (5 7 3mg) 
Hyl/> (3 7ml) ^^AtllS^Lfco 30M4-^on-6, 7 
-yy Y*c*s*cJ U > (9 5 4mg) ^Jn^ 1 Bfeta*&S8lE L *:«, RJ&«£4&£ 

o^^a/^ji^^ (5/1) -eMISI-^^Bv'J^y^^n^ h^?^ - 

K£i9*i!gS!U mm<D4t&V!}£ 1 . 5 7 4 g. W7 9%Tl#*:o 

1 H-NMR(CDC1 3 , 500 MHz) : 54. 0 5 (s, 3H), 
4. 06 (s, 3H) , 6. 66 (d, J=4. 9Hz, 1 H) , 7. 27 (d, 
J=8. 6Hz, 2H), 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 
7. 65 (d, J=7. 9Hz, 2 H) , 7. 70 (d, J=8. 5Hz, 2 H) 
, 7. 90 (d, J=8. 6Hz, 2 H) , 8. 58 (d, J=5. 5Hz, 1 
H) 

MbMFHfi (FD-MS, m/z) : 4 6 3 (M + ) , 46 5 (M + +2) 

mmm 1 8 2 

{4-[(6, 7-v?yh4->-4-t;'J^) t^->] 7x^;i/} [4- 
(N-y ^l/fc'^^y) 1 *.—)V\ t$jy (2 8 7) 

x- ^ (2 32mg) £h;ki.> (5ml) 4^Aft> MKrfjflRSON 

*-;Hf*^5?> (61rag) , t -T'K + i/ K (6 7mg) N 

t:X Cb 'J7x-;l/*X7^ » /^v^A (I I ) ?n y K (7mg) fcflpjt 

i o owi 7mmmftLtz 0 Kim.^m^^^t± v u ^ATKig&t 
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jET&flE®±8tfS&*iytg|flE^ ?nn*Jl>A// ? J -JU (10/1) TSgfl 
t^ilv U ttfJl? dv h^^^^f - «fc t) ffifS! U mm®^®* 5 3mg, 

^ H — NMR (CDC 1 o. 5 0 0MHz) : <5 2. 37 (s, 3H) , 
2. 58 (t, J=5. 5Hz, 4H), 3. 41 (t, J=5. 5Hz, 4 H) 
, 4. 04 (s, 3H), 4. 06 (s, 3 H) , 6. 63 (d, J=4. 9H 
z, 1H), 6. 92 (d, J=9. 2Hz, 2 H) , 7. 25 (d, J = 
8. 5Hz, 2H), 7. 45 (s, 1 H) , 7. 51 (s, 1 H) , 7. 81 
(d, J=8. 5Hz, 2H) , 7. 87 (d, J=8. 6Hz, 2 H) , 
8. 5 6 (d, J =4. 9H z, 1 H) 
Il5)tffl (FD-MS, m/z) : 4 8 3 (M + ) 

mmm 1 8 3 

{4- [ (6, 7-v?y Y*is-4-3rJ [ ) Jl) *±jS] 7x-^} [4— 

^■j;7x-;b] y^7> (2 8 8) 
T;Urj*>^T. HJfe^Jl 2 3T?»fc4 - t Kn + ->7x-;l/ 4-7*ot7 
;b (232mg) 4 h;bx> (5ml) *^A^ Ml-TfJKS©^ 

71/* ij > (52mg) „ ^h'J^A t-7*h + *>K (67mg) „ If X (h'J 
7x-W>X7^ » '<=7 ; 3*7U (I I ) ? d 'J K (7mg) £flQ;i*:SL 
10 0W1 ifeat^ Lfco ^JSM^^rtSfn^b^ hU7 A7kig&£ ^ooW 

^no*7l/AS^7K«ltK^r^^^AT^L7to «JET*§j»® 
*&»t>*lrt:g5«tex ^nn*;l/A/R«xfA (5/1) T?SM-r*»llv"J 
*7>!f;!/?n^ h^^^^f -(-ct J9ffi55!L> SS^ML^^ 3 2mg N JR^l 4% 

1 H-NMR (CDC 1 0 , 5 0 0MHz) :<5 3. 3 4 (t, J=4. 9H 
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z, 4H), 3. 88 (t, 3=4. 9Hz, 4 H) , 4. 04 (s, 3 H) , 
4. 07 (s, 3H) , 6. 64 (d, J=5. 5Hz, 1 H) , 6. 92 (d, 
J=9. 2Hz, 2H) , 7. 26 (d, 3=7. 3Hz, 2 H) , 7. 83 
(d, J=9. 2Hz, 2H) , 7. 87 (d, J=8. 5Hz, 2 H) , 
8. 56 (d, J=5. 5Hz, 1 H) , 7. 49 (s, 1H) , 7. 51 (s, 
1H) 

Sf«#flrl& (FD-MS, m/z) : 4 7 0 (M + ) 



H»J 18 4 

{4- [ (6, 1- : J* b±±—4—±Z Z^ikl [4-b° 

p'J^;7x-;i/] *5Jy (2 8 9) 

^— ^ yh> (232m g) £ (5ml) ^AtU MlwTUflRS© h° 

o U y> (4 3mg) N ^ h U t N*-> K (6 7mg) N fx (h >J 

7x-;^77-f » ^°5>^A (I I ) ^o'J K (7mg) «-»nx.fe^ 1 0 

^no^U/i^xf;b (5/1) "TrJg^'t" £ MM is 'J # y 
)l? 07h^77^ - f c J; «9 ffiM U &m<D4k&lla&4 5mg. JR^2 0%T^ 

1 H-NMR (CDC 1 3 , 500 MHz) : 5 2. 05-2. 08 (m, 4 
H) , 3. 38-3. 41 (m, 4H) , 4. 04 (s, 3H), 4. 06 (s, 
3H) , 6. 57 (d, J=9. 2Hz, 2H) , 6. 62 (d, J=4. 9H 
z, 1H), 7. 24 (d, J=8. 6Hz, 2 H) , 7. 45 (s, 1 H) , 
7. 52 (s, 1H), 7. 82 (d, J=9. 2Hz, 2 H) , 7. 84 (d, 



WO 97/17329 



16 0 



PCT/JP96/03229 



J=8. 5Hz, 2H) , 8. 55 (d, J=4. 9Hz, 1 H) 
IlMi (FD-MS, m/z) : 4 5 4 (M + ) 

HSfe^J 18 5 

{4- [(6, 7-y^^->-4-^;'J^) ^-^y] 7xz;l>} [4-b° 
^'J^77x-;l/] (2 9 0) 

7;l/=f>Sl«fR HWJ1 2 3Tl§*:4- t Kn+J/7x-A 4 -"To*? 
ju—jl *rh> (2 3 2mg) £h;UJc> (5ml) 4^A*u MtwTfJiS.S,© t° 
^'Jy> (51mg),fh l j7A t -7> + -> K (6 7mg) N t: X ( h U 
y*.—MX7 4 » '*5 S J*>J» (I I) ?n>; K (7 m g) £fln*.rt:&x 
10 0 °C* 1 L /Co RJSS^te*tSln4(['fb^ h U A7kfg*£<t ? o n *)l 

? a a AJI£&jM»ttv •> * A-eS£*£ L fco ttETiSJflE® 

*»»t>n^js^ ^DD^wi^ixf^ (5/i) -egnrrssgi/u 

*WovF/77^ - <fc «9 fit M U &J&(D4k&m&7 5mg N iR^3 2% 

1 H-NMR (CDC 1 3> 5 0 0MHz) : 51. 6 8 (brs, 6 H) , 
3. 38~3. 39 (m, 4 H) , 4. 04 (s, 3 H) , 4. 06 (s, 3 H) 
, 6. 63 (d, J=4. 9Hz, 1 H) , 6. 89 (d, J=8. 6Hz, 
2H) , 7. 25 (d, J=8. 5Hz, 2 H) , 7. 45 (s, 1 H) , 
7. 52 (s, 1H) , 7. 80 (d, J=9. 2Hz, 2 H) , 7. 86 (d. 
J=8. 6Hz, 2H) , 8. 56 (d. J=4. 9Hz, 1 H) 

Bm&Vm (FD-MS, m/z) : 4 6 8 (M + ) 
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mmm 1 8 6 

N- (2-/ Y*i/-4- b":7.x.-;U) -N' - {4- [ (6, 1-*J* 
is- 4 U Jb) t^->] 7^— ;b} frUT (2 2 2) 

6, 7->M h + (4-7^7x7 + ^) +;>J> (52m g) £ 

h;L-ji> (5ml) K!R?»L> h'Jxf;I/7i> (1ml) &1]Qx.tz^ h U "7 
txf> (52mg) &fln;L N 2 #faSn*&iB8fE L RJBftlw 2 - > h * v - 4 
-bT7*-;UT5 > (1 0 3mg) SrUn;^ 1 3 ftffl fln&iSSfg L tz Q SMi:^ 

h y *A7k&ft&an;u ^^^^T2[HiM*L^was^i^p^ 

a*JlA/T-te b> (10/1) "eJg§flf<5 *>U ijfJUlj^A? nv 

1 H-NMR (CDC 1 g, 500 MHz) :<S3. 67 (s, 3H) , 
4. 00 (s, 3H), 4. 04 (s, 3H) , 6. 44 (d, J=5. 5Hz, 
1H), 6. 86 (d, J=8. 5Hz, 1 H) , 7. 10 (d, J=8. 6H 
z, 2H) , 7. 21-7. 37 (m, 4 H) , 7. 43 (s, 1H) , 
7. 53-7. 59 (m, 5 H) , 7. 79 (s, 1 H) , 8. 41 (s, 1 H) 
, 8. 48 (d, J=4. 9Hz, 1H) , 8. 53 (d, J=2. 4Hz, 
1H) 

Si^tffil (FD-MS, m/z) : 521 (M + ) 
mM&\ 18 7 

N- (2, 6 -v-f V^a b°;U7^-;U) -N' - {4- [ (6, V 
^y-4-^yj;l/) ^->] 7 ^—M 7 1/7 (2 2 3) 

6, 7-vM h+v-4- (4-7;;7xy+y) +;>J> (54m g) £ 
h;Uai> (5ml) U MJ.xf-JUTS> (1ml) $:1jQjLfz'&^ h ij 7 
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*x>r'> (53mg) £ jjp^U 8 ftr&mMMWL L tz 0 2, 6 — V~f 

bVjIT—*) y (0. 0 5ml) &Jn*^ 1 5 ^flQl&igafc L fc c KlCifcKifcB! 

*;UA/T-t*h> (10/1) Trmmi-^y ] )t)YJlt>^A^u^ - 

^ H-NMR (CDC1 g, 500MHz) : o 1. 26 (m, 12 H), 
3. 39 (m, 2H) , 4. 03 (s, 3H), 4. 04 (s, 3 H) , 
6. 09 (brs, 1H), 6. 28 (brs, 1 H) , 6. 42 (d, J = 
5. 5Hz, 1H), 7. 08 (d, J=8. 5Hz, 2 H) , 7. 26 (m, 
1H), 7. 29-7. 40 (m, 5 H) , 7. 53 (s, 1H) , 8. 46 
(d, 3=4. 9Hz, 1H) 

KS^tfTffi (FD-MS, m/z) : 4 9 9 (M + ) 

mmm 1 8 8 

N — (2 - ? do-4 hQ7x-^) — N ' - {4- [ (6, 7-y> h 

6, 7-i^yh + '>-4- (4-7;y7i7 + y) +7'J> (104mg) 
%hJl^> (10ml) lcjD»*»Lfe^ 2-7ao-4--hn7x^M 
vm- h (1 5 Omg) £-flD;U 1 0 ^PalSn^iS^ L fz Q flrfcti LT^fcMiH 

^«KL, h;bi>-e*i^"rscitw«k»5^eo^b^ j &l 7 2m g> jr$s 

1 0 0%Tlfce 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H) , 6. 46 (d, J=5. 5Hz, 1H) , 7. 24 (d, 
J=9. 2Hz, 2H), 7. 38 (s, 1 H) , 7. 51 (s, 1H) , 7. 
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62 (d, J=8. 6Hz, 2H) , 8. 23 (m, 1 H) , 8. 35 (m, 
1H), 8. 46 (d, J=5. 5Hz, 1 H) , 8. 57 (m, 1 H) , 
8. 84 (brs, 1 H) , 9. 85 (b r s, 1 H) 
MbMJfltt (F D —MS, m/z) : 4 9 4 (M + ) ,4 9 6 (M + + 2) 

mmrn 1 8 9 

N- (3-^og-2-y h^v-7x-;U) -N / - {4- [ (6, 7->M 

y*—M ^1/7 (2 2 5) 

6, 7-5** h^v-4 - (4-7;77x7 + y) +7'J> (58m g) £• 
hJlx.> (5ml) KUammmLtzWi. 3-^no-2-n*i'7i-MV 
•>T^-h (0. 1ml) £fln;U 2 2 ^flO&ilM L g$^7DDt^A 
/T-trh> (10/1) -eJg^-r-5^U^y;U777A^nv h^77>f -lC«fc£ 

1 H-NMR(CDC1 3 , 500 MHz) : 53. 7 3 (s, 3H), 
4. 02 (s, 3H), 4. 05 (s, 3H), 6. 47 (d, J=5. 5Hz, 
1H), 7. 01-7. 06 (m, 2 H) , 7. 15 (d, J=8. 5Hz, 
2H) , 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz, 2 H) , 
7. 57 (s, 1H), 7. 81 (s, 1 H) , 8. 16-8. 19 (m, 2 H) 
, 8. 5 0 (d, J =5. 5Hz, 1 H) 
mmfttfrm (FD-MS, m/z) : 4 7 9 (M + ) ,481 (M + + 2) 

mmm 190 

N- (2-7on-6-^fib7x-^) -N / - {4- [ (6, h 
^>>-4-^y U;U) ^-^->] yvr (2 2 6) 

6, 7-^^ + ->-4- (4-7; y7x7 + -» *7 'J > (5 2mg) £ 
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h;bjn> (5ml) CjoiMLf:^ 2-^no-6-^f ^7x^KV>> 
T*-h (0. 1ml) £j&Q;U 1 7 #Hfl flQifcilM L tz 0 #r HbS Lt £ /c^^jg 
h^^>T-^-r-5Ci^cb*9^je©>fb^<£r6 1 mg. JR^7 4%Tl# 

1 H-NMR (DMS O- d g, 500 MHz) : <5 2. 28 (s, 3H), 
3. 94 (s, 3H), 3. 94 (s, 3 H) , 6. 43 (d, J=4. 9Hz, 
1H), 7. 18 (d, J =9. 2Hz, 2 H) , 7. 2 0-7. 36 (m, 3 
H) , 7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 59 (d, J=9. 
2Hz, 2H), 7. 98 (s, 1 H) , 8. 45 (d, J=5. 5Hz, 1 H) 
, 9. 03 (s, 1 H) 

«*8flflfi (FD-MS, m/z) : 4 6 3 (M + ) , 4 6 5 (M + +2) 

^IfePJ 19 1 

N- (3-?aa-6-y h4^>:7^— ;b) -N' - {4- [ (6, 7 - 
b*is-4-*S VJV) 7x.—M VlsT (2 2 7) 

6, h ^ — 4 — (4-7;y7x; + -» +;'J> (52m g) £• 

(5ml) JCjn^/tP L tz'&^ 3-^nn-6-^ h*'>7xiMV 
*>T*-h (1 1 lmg) ^fln^U 2 9^Jn^ML^o ai^^nn*^ 
/T-fe h> (1 0/1) T*i§ltS'>U*W7A^Q7 h^^^^f -K<fct) 
tttSU mSO>fk^^8 4mg. JR¥1 0 0%"Cmti o 

1 H-NMR (CDC 1 3 , 500 MHz) : 53. 60 (s, 3 H) , 
3. 99 (s, 3H), 4. 05 (s, 3 H) , 6. 46 (d, J=4. 9Hz, 
1H) , 6. 6 9 (d, J =8. 5 Hz, 1 H) , 6. 9 0 (m, 1 H) , 
7. 11 (d, J=9. 2Hz, 2H) , 7. 42 (s, 1 H) , 7. 53 (d, 
J =8. 5Hz, 2H), 7. 5 8 (s, 1H), 7. 82 (s, 1H) , 
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8. 32 (m, 1H), 8. 48 (d, J = 5. 5Hz, 1 H) , 8. 52 (s, 
1 H) 

IlMt (FD-MS, m/z) : 4 7 9 (M + ) , 48 1 (M + + 2) 

mmm 192 

N- (4-^PD-3--hQ7x-^) — N' - {4- [ (6, 7 - ! J * V 
^■>-4-^;'J^) *±ZS] 7*— M (2 2 8) 

6, 7-^^->-4- (4-7;;7x; + y) +7'J> (5 2mg) £ 
bJl^y (5ml) iZlmMifeMLtz^ 4-^ao-3-^ho7x^WVy 
T* - h (224mg) 8 #^1^3^ L/c 0 tfffciJ LTl Tt^H^iSSfflK 

U h;UJi>T-^t--SCi{cJ:«9^©{b^^l 2 5mg. iR^7 5%T^ 

1 H-NMR (DMSO-dg, 500MHz) :<53. 93 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d, J = 4. 9Hz, 1 H) , 7. 21 (d, 
J=8. 5Hz, 2H), 7. 38 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 60 (d, J=8. 5Hz, 2H), 7. 65 (s, 1 H) , 7. 67 (s, 
1H), 8. 31 (s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) , 

9. 0 1 (s, 1H) , 9. 2 7 (s, 1H) 

KS##tM (FD-MS, m/z) : 4 6 3 (M + ) , 4 6 5 (M + + 2) 



19 3 

N- (2, 4-^nD7x-;b) -N' - {4- [ (6, 7 - : J / h^v- 
4-^7U;U) ;fr^>] y^—M visT (2 2 9) 
6, 7-it* Y*is-4- (4-7;;7x;+ > » *>"J> (53m g) £ 
(5ml) IcJm&T&ft? L 2, 4-^^oD7x^v->7^. 
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h ( 1 1 5 m g ) £tJQ>U 2 0 arAMtSSE I tz 0 VrtH L T £ tzmgk&mi U 
h ;l,x d £ {C=t «9 mmmt&VQZ 7 4 m g . JR^S 8 5 %Ti#fc 0 

1 H-NMR(DMSO-dg, 500MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H) , 6. 45 (d, J=4. 9Hz, 1H) , 7. 22 (d, 
J=8. 6Hz, 2H) , 7. 39 (s, 1 H) , 7. 40 (m, 1 H) , 7. 
51 (s, 1H), 7. 59 Cd, J=9. 2Hz, 2 H) , 7. 62 (m, 1 
H) , 8. 21 (d, J=9. 2Hz, 1 H) , 8. 40 (s, 1 H) , 8. 4 
6 (d, J=5. 5Hz, 1 H) , 9. 56 (s, 1 H) 

(FD-MS, m/z) : 4 8 3 (M + ) 

mmm 194 

N- (2, 6-^no7x-;b) -N / - {4- [ (6, 1- : J* h4->- 
4-^7 'J ;b) :fr^>3 ^VT (2 3 0) 

6, 1- S J* h**>-4- (4-7;;7i; + y) +;'J> (5 2mg) £ 
(5ml) {CjQ^^Lfc^ 2, 6-^oo7x-M7m- 
h (1 2 5mg) £fln;U 1 2 ftrfittlMMffi L fco tfr*LT#:tef§g&»flKU 
h ;U J- 5 d £ V) mM<04t&y}%: 8 1 m g . W£ 9 6 %Tl#/c Q 

1 H-NMR (DMSO-d g , 500 MHz) : 53. 94 (s, 3H), 
3. 94 (s, 3H) , 6. 43 (d, J=5. 5Hz, 1 H) , 7. 14- 
7. 20 (m, 2H), 7. 32 (d d, J=7. 9, 7. 9Hz, 1 H) , 
7. 38 (s, 1 H) , 7. 51-7. 5 4 (m, 3H), 7. 6 0 (d, J = 
9. 2Hz, 2H) , 8. 23 (s, 1 H) , 8. 45 (d, J=5. 5Hz, 
1H) , 9. 0 9 (s, 1H) 

Kfi##Ht (FD-MS, m/z) : 4 8 3 (M + ) 
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mmm 195 

N- {4- [ (6, 7-^^ h4-->-4-^y UAQ *±>0 7x-i} - 
N' - [1- >)U7 (2 3 1) 

6, h^->-4- (4-7;;7x/ + y) +/'J> (54m g) £ 

h;bjc> (5ml) icjpjfe^j!? L fcgU 1- (l-^-^^;b) xf;KVy7^ 
- h (0. 0 5ml) 10 0»iS^L/: o gi^^on*;bA/ 

T-fer h > (10/1) T'Mga-r-S^U xyjlrt^M,? Y 9^ ^ -i -KXK>n 

1 H-NMR (DMSO-dg, 500 MHz) : 51. 55 (d, J = 

6. 7Hz, 3H) , 3. 93 (s, 3 H) , 3. 94 (s, 3 H) , 4. 62 
(m, 1H), 6. 39 (d, J=4. 9Hz, 1 H) , 6. 79 (s, 1H) , 

7. 11 (d, J=9. 2Hz, 2H) , 7. 36 (s, 1H) , 7. 4 9- 
7. 5 8 (m, 7 H) , 7. 8 3 (m, 1H) , 7. 9 4 (m, 1H) , 8. 1 
7 (m, 1H) , 8. 42 (d, J=5. 5Hz, 1 H) , 8. 52 (s, 1 H) 

'SAfrVrM. ( F D — M S , m/z) : 4 9 3 (M + ) 



nmm 1 9 6 

N- <j2-n-^^-jVy -N / - {4- [ (6, 7 - i? / h*->-4 

-*J*)iV) ±±iS] is.— jl] ryur (2 3 2) 

6, 7-^Hry-4- (4-7;;7x7+y) +;>J> (119m g) 
?rh;l/x> (12ml) i:i®U h 'J ^;UT 5 > (2. 4 m 1 ) £an*_;fc& N 
MJ7t^> (133mg) £#D;i. 2 #rJHjn*ft«afc L fc c SJS^(c2-n- 
7-^7x^7; > (0. 1 3ml) £jDtl;L> 1 0 ftfflfia&MM L fc 0 Rj&ft 
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uu*}ll*/T-te Y y (4/1) -V&ffi-fZ > U iiYJlfh^ A? nv 
-in J; t)3filt!!U &M<D<k£VB : £ 130mg, ]R^6 9%Tl#/c 0 
! H-NMR (DMSO-dg, 500 MHz) : 6 0. 92 (t, J = 
7. 5Hz, 3H), 1. 3 2-1. 4 0 (m, 2 H) , 1. 50-1. 57 
(m, 2H), 2. 59 (t, J = 8. 9Hz, 2 H) , 3. 93 (s, 3H) , 
3. 94 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 6. 98- 

7. 0 2 (m, 1H), 7. 12-7. 17 (m, 2 H) , 7. 1 9 (d, J = 

8. 9Hz, 2H), 7. 51 (s, 1H) , 7. 58 (s, 1H) , 7. 59 
(d, J=8. 5Hz, 2H) , 7. 71-7. 75 (m, 1 H) , 7. 89 
(s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) , 9. 11 (s, 1 H) 

mmftffim. (FD-MS, m/z) : 471 (M + ) 

mmm 197 

N — (3-xht->^;l/^;b7x^) -N' - {4- [(6, 7- ! J/h 
Jris-4-3-j U_;U) j^vj 2jE^E2kl (2 3 3) 

6, 7 -if* h ^ > - 4 — (4-7;77x7+y) ^7'J> (1 3 lmg) 
^rb^xv (10ml) ICJP^«?L^ MJ if-jbT £ > (2ml) £]&n*.rt:^ 
h'J7tXf> ( 2 1 3 m g ) Ztiax^ 2 ^B3SnJIW8ffi L fc c RfSifcfc 3 - T ^ 

y$ifiif^ixf^ (o. imi) «rjn*^ 7 ^Basro»jt«E l rje* 

{-j^®?7K^^ h U •> AtK^^SD^ i^lftxf-;l/-c s 2lHlWiajLfc»WttWI*taft] 

^DO*W7th> (10/1) TlUt 5 'J * ^f^* 7 A ^ D V h ^7 

"7-f -lz.£V)mWlL^ mm<D4t&®j*:2 1 4rag, JR*1 0 0%T~%tz o 

1 H-NMR (CDC 1 3 . 500 MHz) : 51. 36 (t, J =7. 3H 
z, 3H), 4. 02 (s, 3H), 4. 05 (s, 3H), 4. 36 (q, J 
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= 7. 3Hz, 2H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 13 (d, 
J=9. 2Hz, 2H), 7. 38-7. 45 (m, 4 H) , 7. 48 (d, J 
= 9. 2Hz, 2H) , 7. 56 (s, 1 H) , 7. 75 (d, J=7. 3Hz, 
1H), 7. 80 (d, J = 7. 9Hz, 1 H) , 7. 90 (s, 1 H) , 
8. 4 8 (d, J = 4. 9Hz, 1 H) 
KM&Vm (FD-MS, m/z) : 4 8 7 (M + ) 



nmm 1 9 8 

N- (2, 3-^^pd7x-;1/) -N / - {4- [ (6, 7 -if* bl-is- 
4-*J UAQ ;fr^>] 7x-M l^y (2 3 4) 

6, 7 -SM h + v^-4- (4-7;77x;^y) +7'J> (52m g) 
h;I^> (5ml) teflD**^ L fcfJL 2, 3-->^oo7x-KVy7^- 
h (0. 0 5ml) 2 Oftffl JjQMMffi Lfz „ R«^^DD-tW 

T-fe h> (i o/i) -essst- * u * 5 a ^ o v h^^^^r 

St. 8 4mg, JR^l 0 0%T1#/Co 

1 H-NMR (CDC 1 3 , 500 MHz) : 54. 00 (s, 3H), 
4. 05 (s, 3H) , 6. 45 (d, J=5. 5Hz, 1H) , 7. 11- 

7. 17 (m, 4H), 7. 41 (s, 1 H) , 7. 53 (d, J=9. 2Hz, 
2H) , 7. 57 (s, 1H), 7. 91 (s, 1 H) , 8. 22 (d, J = 

8. 5Hz, 1H), 8. 48 (d, J=5. 5Hz, 1 H) , 9. 12 (s, 
1H) 

SlMfi(FD-MS, m/z) : 4 8 3 (M + ) 
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$mw 199 

N- (2, 4-^oo7x-;b) -N' - {4- [ (6, h^j/- 
4-^y'J;u) ^-^r->] frur (2 3 5) 

6, b^>-4- (4-7;>7x; + -/) +yj> (58m g) £ 

h;loi> (5ml) (C^^LTt^ 2, 4-y^Dn7i^Kvm- 
h (9 3mg) £fln;L> 2 0 :9f H TO&i§ftt L /i 0 SfL«?DD*M/7t 

b> (lo/i) «t5->^W7A?D7 -izji^mmu 
^moiit&tfo* 69m g , i&m 7 3 %-cmtz 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4 . 0 4 (s, 3 H) , 
4. 06 (s, 3H), 6. 47 (d, J = 4. 9Hz, 1 H) , 6. 98 (d 
d, J=2. 4, 8. 5Hz, 1H) , 7. 19 (d, J=8. 5Hz, 2 H) , 
7. 25 (s, 1H), 7. 29 (s, 1 H) , 7. 39 (s, 1H) , 
7. 43 (s, 1H), 7. 52 (d, J=8. 5Hz, 2 H) , 7. 56 (s, 
1H) , 8. 40 (d, J=2. 4Hz, 1 H) , 8. 50 (d, J=4. 9H 
z, 1H) 

K*##HI (FD-MS, m/z) : 4 8 3 (M + ) 
^Sfe^J2 0 0 

N- (3, 4-^^DQ7x-^) -N' - {4- [ (6, 7-'JJ h*i/- 
A-*cJV)V) Jr*-^ -7 ^—M 7U7 (2 3 6) 

6, h ^> — 4 — (4-7;77x;+y) *7 U > (51m g) £ 

h)Vx-y (5ml) IzmmmmLtzWi, 3, 4->'7oo7x-MV>>7*- 

h (i0 2m g ) zmz., 8^mummmLtz 0 vr&LTgtzmikzmmu h 

jIjz > "eifej^f - £ C £ f C £ «9 mm<D4t&%!}%: 7 1 m g . 8 4 % "Cif 7t 0 
1 H-NMR (DMSO-d,, 500 MHz) : 6 3. 94 (s, 3 H) , 
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3. 9 5 (s, 3 H) , 6. 4 4 (d, 
7. 2 4 (m, 2 H) , 7. 3 4 (m, 
7. 5 0~7. 5 2 (m, 2 H) , 7. 
7. 88 (s, 1 H) , 8. 4 6 (d, 
1 H) , 9. 0 0 (s, 1 H) 
5f*#tFHi (FD-MS, m/z) 



J = 4. 9 H z , 1H) , 7. 14- 
1 H) , 7. 3 8 (s, 1 H) , 
5 9 (d, J =9. 2Hz, 2H) , 
J =4. 9H z, 1 H) , 8. 9 2 (s, 

4 8 3 (M + ) 



mmm 201 

N- (3, 5-^^oo7x-^) -N / - {4- [ (6, 1- : J* h^->- 
4-^7 U;lQ -7^^;b} frUT (2 3 7) 

6, 7-vM h^vz-4- (4-7;;7x;4-» *y U > (5 3mg) £ 

hJi^y (5mi) izuammmttz^ 3, 5-^^D7x^Kvm- 

h (76mg) 85>r^J0^iSML^o LT£ fcMH^atBX U h;U 

^>T^1-^,Ci(C e fcD^jeO'ft:^^7 5mg, iR^8 7 %Ti#*io 

H — NMR (DMSO-dg, 50 0MHz) :<53. 93 (s, 3H), 
3. 94 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 15 (s, 
1H), 7. 20 (d, J=9. 2Hz, 2 H) , 7. 38 (s, 1 H) , 
7. 51 (s, 1H), 7. 54 (s, 1 H) , 7. 54 (s, 1 H) , 
7. 59 (d, J=9. 2Hz, 2 H) , 8. 46 (d, J=4. 9Hz, 1 H) 
, 9. 00 (brs, 1H), 9. 07 (brs, 1 H) 
Il^*ftt (FD-MS, m/z) : 4 8 3 (M + ) 
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mmm 202 

N — (4-?pp-2-- hQ7x-Jb) — N' - {4- [ (6, 7 -it* Y 
4y-4-^;'J^) ^^->] -7 *yW7_ (2 3 8) 

6, 7-i?t h + i/-4- (4-7;;7x; + >» *y ■) > (1 2 3mg) 
£h;bjc> (12ml) f cfln*^J$? L 4 - ? u u - 2 -— h a y ^-jlj 

vm-h (1 7 2mg) £Jn>U 1 4 ^m^iSM L fz 0 tfrfcii LT§/c*£H 
^«KL> h^>T^1-^Ci{c e fci9^©^^l 7 4mg, 45^8 5 

1 H-NMR(DMSO-d 6 , 500 MHz) : <5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) . 7. 23 (d, 
J=7. 3Hz, 2H) , 7. 39 (s, 1H) , 7. 51 (s, 1H), 
7. 62 (d, J = 7. 3Hz, 2 H) , 7. 79 (d, J=9. 2Hz, 1 H) 
, 8. 14 (s, 1H) , 8. 35 (d, J = 9. 2 H z , 1H) , 8. 46 
(d, J=5. 5Hz, 1H) , 9. 62 (s, 1 H) , 10. 0 (s, 1 H) 
M^flrffi (FD-MS. m/z) :4 9 4 (M + ), 4 9 6 (M + + 2) 

nmm2 o 3 

N- (2-7^-4-^no7x-A) — N' - {4- [ (6, 7 - 'J / h 
^■>-4-^yj^) *±j/] ~7 x.—)l) frUT (2 3 9) 
N- (4-^no-2--ho7i-;l') -N' - {4- [ (6, 7- ! J* h 
4 »J AS) Jr*r '>] 7U7 (158mg) ^^od^^A 

9 J-)Wfo (10ml/70ml/5ml) CflSFJRU *-*«EBN- HJ ^ 
A (1. 0 1 g) fcj&O*^ 6 0ti:T3 7^riatf^Lfc o ? nn^AT^lHjf* 

ssjstee^u ^^nn^A/7th> (i o/i) xmm-t & > u # y 
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1 H-NMR (DMSO-dg, 5 0 0MHz) :<53. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 5. 09 (brs, 2H), 6. 43 (d, J=4. 9 
Hz, 1H), 6. 57 (m, 1 H) , 6. 78 (d, J=2. 4Hz, 1 H) , 
7. 17 (d, J=9. 2Hz, 2H) , 7. 34 (d, J = 8. 6Hz, 1 H) 
, 7. 38 (s, 1H), 7. 51 (s, 1 H) , 7. 57 (d, J=8. 5H 
z, 2H), 7. 77 (s, 1H), 8. 45 (d, J=4. 9Hz, 1 H) , 
8.8 9 (s, 1 H) 

nmm 204 

N- {4- [ (6, h^->-4-^y IMP **v0 7 jl—JI} - 

N' - (2-b°U ^>a;U#_;l/) 9^7 (2 4 0) 

6, 7-OV h + (4-7;77xy+y) +7 U > (75m g) 

h;bi> (7ml) KflD&tf§Ji?U h 'J xfjbT ; > (1. 4ml) £■;&[]*. 
HJ7tXf> (201mg) ^flnx.. 1 £f B m*&I25fc L tz Q SJ&ttiC 2 - t° U 
y>*;MC*1M K (10 2mg) 3NrraiPJ»««EL^o SJSifcfc&R 

*JlA/r-te h > (10/1) -essays > U iifJVi]^ A? h^*77>f - 
J-^«9lf2K{L. ge®{L^J^8 6mg. JR*7 7%Tl/: 0 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 4. 06 (s, 3H), 

4. 06 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 H) , 7. 20 (d, 

J=9. 2Hz, 2H), 7. 43 (m, 1 H) , 7. 57 (s, 1H) , 

7. 5 9 (m, 1H) , 7. 7 1 (d, J =9. 2 Hz, 2H) , 7. 9 7 (m, 
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1H), 8. 28 (d, J=7. 9Hz, 1 H) , 8. 50 (brs, 1 H) , 
8. 68 (d, J=4. 9Hz, 1 H) , 10. 1 (brs, 1 H) , 10. 7 
(brs, 1 H) 

WmftVrm (FD-MS, m/z) : 4 4 4 (M + ) 

mmm 205 

N- (3-?nn-4, 6-vV h4^>7^-;l) -N / - {4- [ (6, 7 
-•^^ h^y-4-4;'J^) tt^] ^UT (2 4 1) 

6, 7-5^ h > — 4 — (4-7i;7x7+y) +;'J> (54m g) £ 
b;l,jc> (5ml) IcJra&igflP L rt:^ 3-)dd-4, 6 - v V h^->7x- 
;KVy7^-h ( 7 6 m g ) £fln;U 1 8 £fflftn*MlflE L tz 0 * o 

□ ^^A/T-fe h > (10/1) -eSM-T * •> 'J 73 y ;U^7 7A7U7|>^77^ 

-K«fc!>fflHKU mm<D4t&®}$: 9 3 m g „ Wl 00%Tl#fCo 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 53. 76 (s, 3H) , 

3. 87 (s, 3H) , 4. 02 (s, 3 H) , 4. 05 (s, 3 H) , 

6. 46 (d, J=5. 5Hz, 1 H) , 6. 49 (s, 1 H) , 7. 13 (d, 
J=8. 5Hz, 2H), 7. 20 (s, 1H), 7. 42 (s, 1 H) , 

7. 50 (d, J=8. 5Hz, 2H) , 7. 57 (s, 1 H) , 7. 59 (s, 
1H), 8. 12 (s, 1H), 8. 48 (d, J=5. 5Hz, 1 H) 

Mfefrtfftt (FD-MS, m/z) : 5 0 9 (M + ) ,511 (M + + 2) 

mmm2 o 6 

N- (4-^oo-2-yf-;l/7x-;l/) -N' - {4- [ (6, 1 - i? * Y 

i/ - 4 - * y *) jV) y^—M yyy (2 4 2) 

6, h*y-4- (4-7;;7x;*y) (55m g) £ 
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hJl^y (5ml) IztiaMMIR L tz'&^ 4-^DD-2->f;l/7x-Mv>> 
T*-b (9 0mg) £fln;U 2 6^f B m^Jl^tL/;o Vriti L T § fc^H^-z&HK 
U hJl^>-Z-$£ft-fZZtK£iomm(Dltei!®]%:6 9mg. i{» 8 0 %T*#*: 0 
X H-NMR (DMSO-dg, 5 0 0MHz) :<52. 2 6 (s, 3 H) , 

3. 94 (s, 3H) , 3. 9 4 (s, 3H) , 6. 4 4 (m, 1 H) , 

7. 18-7. 20 (m, 3H) , 7. 25 (s, 1 H) , 7. 38 (s, 1 H) 
, 7. 51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2 H) , 7. 87 
(m, 1H) , 7. 99 (s, 1H) , 8. 45 (m, 1H), 9. 15 (s, 
1H) 

nmfttt-m (ED-MS, m/z) : 46 3 (M + ) , 4 6 5 (M + +2) 
H»J 2 0 7 

N- (2-^PP-3-^f^7x-J[/) -N / - {4- [ (6, b 
±i^Z 4 -*J 'J )V) j^jrvQ -7 1/7 (2 4 3) 

6, 7-^h + y-4- (4-7^7xy + y) > (5 2mg) £ 

h;bo.> (5ml) Kflnlfc^ft? L 7tgU 2-7DD-3->f;b7i^KVy 
T*-b (0. 2ml) ^n^> 1 2 #|iaSnf&8&ft L Tto Sf&M^? oa*^ 
V7th> (10/1) ^ #>f;b*7^A^ h^77>f -iC«k 

«9flML. mm<£>4t&®}&3 Omg. J&§£3 7 %Ti^fz 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :62. 2 8 (s, 3H) , 

4. 00 (s, 3H), 4. 03 (s, 3 H) , 6. 41 (d, J=4. 9Hz, 
1H), 7. 09-7. 15 (m, 4H) , 7. 37 (s, 1H), 7. 39 
(s, 1H), 7. 42 (d, J=8. 5Hz, 2 H) , 7. 55 (s, 1 H) , 

7. 61 (s, 1H), 7. 72 (s, 1 H) , 8. 44 (d, J=5. 5Hz, 
1H) 
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MMfttirm (FD-MS, m/z) : 4 6 3 (NfT ) , 4 6 5 (M" +2) 

m&m 208 

N- (3-7;;-4-^oo7x-^) — N' - {4- [ (6, 7 - v / h 

4 t) )V) y^—M uVT (2 4 4) 

N — (4-?dd-3-^ ho7xzi) -N' - {4- [ (6, 7 - y h 
^i/- 4 U;10 M OUT (1 0 Omg) aa^;!/A 

*y-;U/7k (5ml/15ml/3ml) f^&?U ^^Bft^-T- h'J-7i, 
(3 5 8mg) £3J0*_> 6 0°C(^T2 O^H^L^o ? o u *jH.-<? 2 tetfitH 

Wt&W&L^ »?DD^;bA/7-bh> (10/1) -vmm-? Z i^) Ji ¥ )V 
tt=>U>7u-? b?77>( -Kcb ^>¥!fS¥U ^©fl:£r$!£3 9mg, JR^4 1% 

1 H-NMR(DMSO-d 6> 500 MHz) : <5 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 5. 30 (brs, 1H), 6. 45 (d, J = 
5. 5 Hz, 1H), 6. 6 4 (m, 1 H) , 7. 0 2 (m, 1H) , 7. 0 6 
(d, J = 8. 6Hz, 1H), 7. 20 (d, J=9. 2Hz, 2 H) , 

7. 39 (s, 1H), 7. 52 (s, 1 H) , 7. 57 (d, J=8. 6Hz, 
2H) , 8. 47 (d, J=4. 9Hz, 1 H) , 8. 56 (s, 1 H) , 

8. 7 3 (s, 1 H) 

SiMI (FD-MS, m/z) : 4 6 5 (M + +l) 
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m&m 209 

N — (3-y b* is-Ju b°;l/) -N' - {4- [ (6, 7 - i? * b^r'y-4- 
jVJJjlQJ^vJ (245) 

6, 7-vM b*i/-4- (4-7;;7x7 + y) +7'J> (5 lmg) £ 
h;bjc> (5ml) Kfln&tigfl? U h»JjL^;UT^> (1ml) &m?Ltz'&^ b 

(5 4mg) ^1m^ 2ft&mW&WLLiZo Ki&mzZ-* h**> 

fu t°;br $ y (o. 0 5mi) ^n^ N i 2^mtam^mLti 0 m&mzmk 

•C«fe^ U MTkmWti- b U »7 A-cfe* L «ffT^«t«-e* U ? a a 

V7-lr h > (10/1) •eBB&?&i' l )*JYJUj s 72*9a'*'br : 77 4 - 

Kj^fnaiu mmcDit&m&s im g . ir^7 2%t--#^ 0 

1 H-NMR (CDC 1 „, 5 0 OMH z) : <5 1 . 8 2 (m, 2 H) , 
3. 31 (s, 3H) , 3. 39 (m, 2 H) , 3. 50 (t, J=4. 5Hz, 
2H) , 4. 03 (s, 3H) , 4. 04 (s, 3H), 5. 65 (b r s, 
1H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 10 (d, J=8. 7H 
z, 2H) , 7. 4 1-7. 55 (m, 4H), 7. 55 (s, 1 H) , 
8. 4 6 (d, J =5. 5H z, 1 H) 

mmftffim. (FD-MS, m/z) :411 (M + ) 

mmffl2 1 o 

N- (2-^ b±S^±M ~N y - (4- [ (6, 7-^h^y-4-^ 
7U;l/) gjj/] 7^£Jb} frUT(2 4 6) 

6, 7-vM h + v/-4- (4-7;;7x; + ^) +>"J> (52m g) £ 
(5ml) (Cfln&i&flPU h'Jxf;b7;> (1ml) ^flp*.*:^ h 
'J7*^> (5 4mg) SrJn*^ 3 ^Rgjn«aiflE t yto KJS*&K3-^ h*i> 
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x.^)iTi> (0. 0 5ml) ^flox.. 8&mnMMMLtz 0 SJE^fc^ifaK* 
•t-hV u AtK*«*Jd^.x Hfllif-^2lHiaittiLA:»W«)l*tafti**7KT?«fe 
f U «R7K9IEK^ h »J^A-e<e*Lfc 0 *ffiT**SE*S*U Sii^na^ 
V7th> (10/1) -CgM*-* •> VtitfJlti? n-7 -tw«k 
*)*IIS!U mm<D<k&%a&6 3mg. iR^9 1 %T1#^ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 53. 36 (s, 3 H) , 
3. 3 6-3. 5 3 (m, 4 H) , 4. 03 (s. 3 H) , 4. 03 (s, 3 H) 
. 5. 81 (brs, 1H), 6. 43 (d, J=5. 5Hz, 1 H) , 
7. 87 (d, J=8. 5Hz, 2H) , 7. 40 (s, 1H), 7. 45 (d, 
J=9. 2Hz, 2H) , 7. 55 (s, 1 H) , 7. 92 (s, 1 H) , 8. 
4 5 (d, J =4. 9H z, 1 H) 

liMffi (FAB-MS, m/z) : 3 9 8 (M + +l) 



H»J 2 11 

N — (4- [ (6, 1- ! J/ Y^r'y- U;U) 7 *.-M - 

N / - (2-b°U v?;M f^k) (2 4 7) 

6, h^v-4- (4-7;;7x;^y) +;>J> (52m g) £ 

(5ml) KlftlMtigflP U MJxW;> (1ml) h 
'J7t^'> (5 4mg) £fln>U 2ftmaMM&Lltz 0 2 - t° U 

**-;UT S > (0. 0 5ml) £fln;U 1 2 ailBlmfttilflE L fc Q Kl&ifclw&I&K 

;bA/T-feh> (10/1) "CSRJ-^ * '> U *W5A^n7 -K 
1 H-NMR (CDC 1 Q , 500 MHz) : 54. 00 (s, 3H), 
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4. 01 (s, 3H) , 4. 58 (d, J=5. 5Hz, 2 H) , 6. 39 (d, 

J = 5. 5Hz, 1H), 6. 66 (m, 1 H) , 7. 05 (d, J=9. 2H 
z, 2H), 7. 18 (m, 1 H) , 7. 34 (d, J=7. 9Hz, 1 H) , 

7. 39 (s, 1H), 7. 45 (d, J=9. 2Hz, 2 H) , 7. 54 (s, 

1H), 7. 66 (m, 1H), 8. 40 (brs, 1 H) , 8. 43 (d, J 
= 5. 5Hz, 1H), 8. 47 (d, J=4. 9Hz, 1 H) 
fit ( F D - M S , m/z) : 4 3 0 (M + ) 



nmm 212 

N- [ (4- t e r t -7**Jl7 ^ — )V) 1 -N' - {4 - [ (6, 7 

-y7 ht->-4-^yj;i/) itf-fl y^-M uvr (2 4 8) 

6, l-'J/ Y*ri/-4- (4-7;77xy + -» * J U > (50mg) £ 
h;bi> (5ml) JCjjnffejgfl? U h'Jxf;b7i> (1ml) ^1m^tz^ h 

(5 5mg) £Sn*. N 2#F H WSfcgML/c 0 SMlc (4-ter 
t-7f;l/7x-;l/) /W;> (0. 0 5ml) ^1m^ 12^rMM 

*U DD*;lA/7t I- > (10/1) -ejg^-f S>"J *f;l/*7A 

-lc<k!)*j|tKU mm<D<t&fa&2 3mg N iR^2 8%T#fc 0 
H — NMR (CDClg, 5 0 0MHz) : 5 3. 99 (s, 3 H) , 
4. 01 (s, 3H), 4. 38 (d, J=5. 5Hz, 1 H) , 5. 81 (b 
rs, 1H), 6. 38 (d, J=4. 9Hz, 1 H) , 7. 02 (d, J = 
9. 2 Hz, 2H) , 7. 2 0-7. 4 0 (m, 7 H) , 7. 5 2 (s, 1 H) , 
7, 64 (s, 1H), 8. 40 (d, J=5. 5Hz, 1 H) 

(FD-MS, m/z) :4 8 5 (M + ) 
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mmm 213 

N — {4- [(6, 7-i?J h*cis-4-*; U;U) *±±1 7 jl-JI} - 
N' - (3-b°U i? Jit -7U7 (2 4 9) 

6, 7-v7^y-4- (4-7;;7x; + y) +7'J> (52rag) 
b;Ux.> (5ml) KUammmt, h'Jxf-j|/7;> (1ml) €rjp>t^^ h 
'J7^f> (56mg) £-j&D;i. 2 L fc 0 3 - t° U "JJl 

JT-jUTiy (0. 0 5ml) £7JD*. N 12»iMLf: 0 KJ£&fCj^7k 

;l/A/y-t?h> (10/1) v"J *^7A^D7 h^5"7^ -iz 

ckDftML. ^M©{b^^7 lmg. K§P9 3 %~?Wttz 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <53. 93 (s, 3 H) , 
3. 94 (s, 3H), 4. 34 (d, J=5. 5Hz, 2 H) , 6. 40 (d, 
J=4. 9Hz, 1H), 6. 72 (t, J=6. 1Hz, 1H) , 7. 12 
(d, J = 9. 2Hz, 2H) , 7. 35 (m, 1 H) , 7. 37 (s, 1H), 
7. 50 (s, 1H), 7. 53 (d, J=9. 2Hz, 2 H) , 7. 72 (d, 
J=7. 9Hz, 1H) , 8. 4 3-8. 4 6 (m, 2H), 8. 53 (s, 1 
H) , 8. 7 3 (s, 1 H) 
WMftffim (FD-MS, m/z) : 43 0 (M + ) 



2 14 

N — {4- [ (6, 7- : J* Y*ri/-4-*-J U;IQ 7^— M - 

N' - (4 - b°'J =f-)V) (2 5 0) 

6, 7 -it* b*f-4- (4-7;;7x^-» *>"J> (52m g) £• 

bJi^> (5mi) iz-mmmmt^ h u xf ^7 ^ > a mi) &mz.tz'&^ h 
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U 7 * * Y > (53mg) £]&tPU 2 ftmaMSM L fc 0 4 — t° M v;U 

^ 9- JIT 5 > (0. 0 5ml) £fln;U 1 2 ^Fal^iSM L tz 0 mtfflLlz&imfr 

;UA/T-fcr h > (10/1) T?S5B"^-5'>U *W5A?o7 -Iz 

1 H-NMR (CDC 1 g, 500 MHz) :<54. 01 (s, 3 H) , 

4. 03 (s, 3H), 4. 43 (d, J = 5. 5Hz, 2 H) , 5. 97 (m, 

1H) , 6. 40 (d, J=5. 5Hz, 1 H) , 7. 08 (d, J=9. 2H 
z, 2H), 7. 20 (d, J=5. 5Hz, 2H) , 7. 38 (s, 1 H) , 

7. 42 (d, J=8. 6Hz, 2 H) , 7. 54 (s, 1 H) , 7. 81 (s, 

1H), 8. 42 (d, J=5. 5Hz, 1H), 8. 49 (d, J=6. 1H 
z, 2H) 

MbfrflHB (FD-MS, m/z) : 4 3 0 (M + ) 

mmm 215 

N- {4- [(6, h^y-4-^yj;b) t^y] - 

N / - [ (4 - >M ^;bT ^ 7 7^— ;b) y f^k] g ^ T (2 5 1) 

6, h + «>-4- (4-7i;7x; + y) * / »J > (51m g) * 

Y)lz-y (5ml) tzfttiMjgJg U h'JxW;> (1ml) ^1m?Ltz^ h 
'J7tX^f> (5 5mg) *HpiL^ 2 ^KHinJIMKlE L fco Slt^ic (4-v7f 
^7i;7x-;W ^^^T^> (104mg) *tn^ 1 2 ^KIJD*UtaE L 3t e 

^t£?no*;UA/T-fer b > (10/1) TJg§St--5>'U^^U^^A^nv 
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1 H-NMR (DMSO-d g, 500 MHz) : <5 2 . 87 (s, 6H), 
3. 93 (s, 3H), 3. 94 (s, 3H) , 4. 18 (d, J=5. 5Hz, 
2H) , 6. 4 0-6. 4 3 (m, 2 H) , 6. 70 (d, J=9. 2Hz, 2 
H) , 7. 13 (d, J=8. 6Hz, 2 H) , 7. 14 (d, J=8. 6Hz, 
2H) , 7. 37 (s, 1H), 7. 51 (s, 1 H) , 7. 52 (d, J = 
9. 2Hz, 2H), 8. 44 (d, J=4. 9Hz, 1 H) , 8. 57 (s, 
1H) 

WMfttfriiiL (FD-MS, m/z) : 4 7 2 (M + ) 

mmm 2 1 6 

N — {4- [ (6, 1_zJUl ^->-4-^y'J^) ±±irl - 
1ST - (3, 5--^-hD7x-;b) frl^y (2 5 2) 

6, 7 h*i/-4- (4-7;;7i; + -» ^7 U > (54m g) £• 

bJlx.> (5ml) tcJn^j^L^> 3, 5-y-hD7xzMvy7^- 
h (8 1mg) £Jnx.x 2 0 ^flDf&g^ L tz 0 fcffcm&Z 9 n o *JUA/T-te 
h> (10/1) T'jggi§1-£ '>'J*TO7A^D7 h^7>r -ici^fitgJU 
mm<D^^ 5 3 m g . i|» 5 7 %Tl#/Co 

! H-NMR (DMSO-dg, 500 MHz) : 5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1H) , 7. 24 (d, 
J =9. 2Hz, 2H), 7. 39 (s, 1H), 7. 51 (s, 1H) , 7. 
64 (d, J = 8. 5Hz, 2H), 8. 42 (s, 1 H) , 8. 47 (d, J 
= 4. 9Hz, 1H), 8. 77 (s, 1 H) , 8. 77 (s, 1H), 9. 2 
1 (s, 1H) , 9. 7 3 (s, 1H) 

Jf*##Ht (FD-MS, m/z) : 5 0 6 (M + +l) 
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mmm 217 

N — (S/g o ^4- — N" - {4- [(6, 7-v7 F^y-4-4 L 7'J 
AQ *±±] y frUT (2 5 3) 

6, 7->M Y^riy-A- (4 — 7 i y 7 1 y + v') +yj> (200m g) 
£hAoi> (5ml) fcjQ*&##?L/^ v/^n^+i/M v>7^ - h 
(3 4 Omg) ^5n^ 8 0-9 0°CT3 0 rm&OJl&l^ L ;fc 0 Rft^KTk^SD 

fNMi^;b-e2|H]ffl*L/cm^^^tS?p^7K-e^L. ftiTkefEgef- h >; 

^AT^LfCo iSJEETSgFtttea* U SM^DD^A/7th> (10/ 

$J^2 1 Omg, iR^7 4%-cnti 0 

1 H-NMR (CDC 1 3 , 500 MHz) : 51. 11-1. 22 (m, 2 
H) , 1. 3 4-1. 4 6 (m, 2H), 1. 5 6-1. 6 6 (m, 2 H) , 
1. 6 8-1. 7 8 (m, 2H), 1. 9 6-2. 0 5 (m, 2 H) , 3. 64 
-3. 73 (m, 1H), 4. 05 (s, 6 H) , 4. 58 (d, J = 7. 9H 
z, 1H), 6. 36 (s, 1H), 6. 46 (d, J=4. 9Hz, 1 H) , 
7. 13 (d, J=8. 6Hz, 2H) , 7. 42 (d, J=8. 6Hz, 2 H) 
, 7. 42 (s, 1H), 7. 56 (s, 1 H) . 8. 48 (d, J=4. 9H 
z, 1H) 

«S##Hi (FD-MS, m/z) : 421 (M + ) 
HJS0J2 1 8 

N — (3, 4-v?7A/tn7x^) -N' - {4- [ (6, h^y 
-4-^;'Jjl.) t^y] :? 7U7 (254) 

6, 7-vM h4^>-4- ( 4 — T ^ ^7x7 + ^) +y U > (5 Omg) £ 
h;bai> (5ml) lCfln*tfgft? U h 'J if ^7 ; > (1ml) &1jaz.ti'&^ h 
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'J7*Xt-"> (55mg) £fln*.. 3 ftfflmmMM L /wo ^1:3, 4-^:7 
^D7->J> (6 6mg) £flD;L. 2 0 ^m^iS^ L fco S^fc^Tk^ 

A/y-fer h > (10/1) TSB8t5'> l J*W7A^D7 h^*77^ -{web 

1 H-NMR (CDC 1 3 , 500 MHz) : d 4. 03 (s, 3H), 
4. 06 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 6. 96- 

7. 02 (m, 1H), 7. 02-7. 10 (m, 1 H) , 7. 11 (d, J = 

8. 5Hz, 2H) , 7. 41-7. 45 (m, 2 H) , 7. 48 (d, J = 
8. 6Hz, 2H) . 7. 58 (s, 1H) , 7. 72 (s, 1 H) , 7. 74 

(s, 1H), 8. 44 (d, J=5. 5Hz, 1 H) 
W&ftVrm (FD-MS, m/z) : 451 (M + ) 

mmm2 1 9 

N- (2, 4, -N' - {4- [ (6, 7-->V 

h^y-4-4;'J;l/) t^y] 7 uUT (2 5 5) 
6, 7->M (4-7;;7x/ + -» +7'J> (5 Omg) £ 

h;ioc> (5ml) KlmmmmL, hU^^ur^ (1ml) £flo;t*:m> h 

■J7t^> (5 5mg) 3#P B m^£^L*: 0 5U&&JC2, 4, 5- 

h'j7;ltD7^'J> (7 5mg) £flD;L. 2 O^m^iS^L^o SU^Ici 

TK-e^L. &7k«fEih^U*ATl£*£Lfc 0 «jet*i«*S£u nmztu 

u*)12*/t* Y> (10/1) "eSHJfSv/U *W7A^ o^? 
-{cJ:i9*jt3S!U »b^5 8rag, JR^7 3%t?^ 0 
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H — NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 24 (d, 
J=8. 6Hz, 2H) , 7. 40 (s, 1 H) , 7. 52 (s, 1 H) , 

7. 59 (d, J=8. 6Hz, 2 H) , 7. 6 2-7. 7 0 (m, 1H) , 

8. 17-8. 25 (m, 1 H) , 8. 48 (d, J=4. 9Hz, 1 H) , 
8. 7 6 (s, 1 H) , 9. 2 3 (s, 1 H) 

(FD-MS, m/z) : 4 6 9 (M + ) 



mmm2 2 o 

N- (2, 4, 6-h'J7;t/tD7x-;b) -N / - {4- [(6, 7-*J* 
h^'>-4-^yj^) ^-^->] ;U} ^1^7 (2 5 6) 

6, h ^ > — 4 — (4-7;77i; + y) *>"J > (5 Omg) £ 

h;l^> (5ml) lllML, HJjc^;b7^> (1ml) h 
•J7*X^f> (5 5mg) 3^FMML/: 0 SMi:2, 4, 6- 

hV7^u7-'J> (7 5mg) SrJn*., 2 0 #H;!JD*tiSaiE L 7t 0 Kfo%LKvi 

o*;UA/T-t?h> (10/1) ^§§1"^ >"J ij^Jlij^ A? u-? h 7 4 

H — NMR (DMSO-dg, 5 0 0MHz) : 5 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 43 (d, J = 5. 5Hz, 1 H) , 7. 20 (d, 
J=8. 6Hz, 2H) , 7. 29 (t, J=8. 6Hz, 2 H) , 7. 39 
(s, 1H), 7. 52 (s, 1H), 7. 58 (d, J=8. 6Hz, 2H), 
8. 07 (s, 1H), 8. 46 (d, J = 5. 5Hz, 1 H) , 9. 14 (s, 
1 H) 
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K&fttFHI (FD-MS, m/z) : 4 6 9 (M + ) 

mmm2 2 1 

N — (2 , 3, 4-h'J7Mo7x-;b) -N' - (4- [ (6, 7-v>V 
h^->-4-^y»;;U) ±±i/] 7*-M 7U7 (2 5 7) 

6, l- f J* b*>-4- (4-7;77x; + y) +7'J> (5 0 m g) £• 
b;loi> (5ml) lc3j0*&gft?U bV^)l>7i> (1ml) <£rjQ^./^ h 
'J7^f> (55rag) 3ftmiNM&MLtz 0 S^lc2, 3, 4- 

h'j7Ma7^'J> (7 5mg) ^ttlx.. 2 0 53f B lMigftt L tz 0 SfS&Kj^ 

o^W7th> (10/1) i/'J 77^;U*7^A? 

-iz&iommi. mmoit^^i 8m g . jr^2 3%ti#^ 0 

1 H-NMR (DMS O- d 6 , 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H) , 6. 44 (d, J=4. 9Hz, 1 H) , 7. 23 (d, 
J=8. 6Hz, 2H) , 7. 2 5-7. 3 3 (m, 1 H) , 7. 39 (s, 1 
H) , 7. 52 (s, 1H), 7. 59 (d, J=8. 6Hz, 2 H) , 

7. 85-7. 92 (m, 1 H) , 8. 47 (d, J=5. 5Hz, 1 H) , 

8. 7 3 (s, 1 H) , 9. 2 1 (s, 1 H) 

(FD-MS, m/z) : 4 6 9 (M + ) 

mmm 222 

N- (2, 5-yy h^iyy^—JV} -N / - {4- [ (6, 7-V>* t^-> 
-4-t;'j;b)^y] y^—M 7u7 (2 5 8) 
6, 7-^F + y-4- (4-7;;7 i ;+>') */'J> (5 6mg) £ 
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bJlx-y (5ml) izmmmmt, h'Jxf^T^ (lml) *1mz-tL'&, V 

i)7*xy> (66m g ) 3 ^mtammm l tz Q Kfomiz 2 , 5 - v / 

h*y7-'J> ( 1 0 2 m g ) 1 0 #5iWnl&£#t L tz Q S^fc^Tk 

fSI^ h >J ^ATjQg&^flnx.. g^K^^^T-2(p]Jfi{±iL^^Wa®^tSfn^7KT 

J:*9J|t^L. ^m<D^^8 lmg, ^9 0%Tl#/c o 

1 H-NMR(CDC1 3 , 500 MHz) : 53. 68 (s, 3H), 
3. 78 (s, 3H), 4. 02 (s, 3 H) , 4. 05 (s, 3 H) , 

6. 46 (d, J=5. 5Hz, 1 H) , 6. 53 (dd, J=3. 1, 8. 5 
Hz, 1H), 6. 76 (d, J=9. 2Hz, 1 H) , 7. 13 (d, J = 
9. 2Hz, 2H) , 7. 43 (s, 1H) , 7. 52 (d, J = 9. 2Hz, 
2H) , 7. 55 (s, 1H), 7. 57 (s, 1 H) , 7. 78 (s, 1 H) , 

7. 91 (d, J=3. 1Hz, 1H), 8. 49 (d, J=4. 9Hz, 1 H) 
WmftVrm (FD-MS, m/z) : 4 7 5 (M + ) 

mmm 223 

N — (3, 5->M V±js2^iM ~N / - {4- [ (6, 7 - h^-> 

-4— j^>j Z^^Zkl (2 5 9) 

6, 7->M h**>-4- (4-7;;7x;*-» + y 'J > (53m g) £ 
h;bjc> (5ml) IctnJKUM U h 'J xf ;l,7 ; > (lml) &1mx-tz'&^ h 

'i7txy> doimg) £7jn*-> 4 ^p^JnifeiS^ L tz 0 Rfcffiz 3 , 5 - v 

* h*«>T— U> (62mg) 1 3 #P£;taftfegM L *: 0 KJfc&f^B&Tk 

h U ^A7K*tt*ao^ B^S?if-;UT2lelttmLfcmW«S^ta?Q^g7KT 
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Jl<U/T-bh> (10/1) -vmffl-tZ •> U "h >f *7 2 o-7 -lc 

1 H-NMR (CDC 1 3 , 500 MHz) : 53. 7 3 (s, 6 H) , 
4. 00 (s, 3H), 4. 03 (s, 3 H) , 6. 18 (s, 1H), 

6. 42 (d, J=5. 5Hz, 1 H) , 6. 60 (s, 1 H) , 6. 60 (s, 
1H), 7. 09 (d, J=8. 6Hz, 2H) , 7. 40 (s, 1 H) , 

7. 45 (d, J=8. 6Hz, 2 H) , 7. 56 (s, 1 H) , 7. 68 (s, 
1H), 7. 85 (s, 1H), 8. 45 (d, J=5. 5Hz, 1 H) 

mmttVrm (FD-MS, m/z) : 4 7 5 (M + ) 



HJfe^J 2 2 4 

N — (2, 3--^7MD7x-;b) -N' - {4- [ (6, 1- : J* h^-> 
-4 -4^7 y;lQ t^'>] 7 ^— Jb} 9 1/7 (2 6 0) 

6, 7-5** h + v-4 - (4-7;;7x; + -» +7'J> (50m g) * 
hJl^> (5ml) Kin***!? U hU^^;U7^> (1ml) &tiQx.tz'&^ b 
l)7*xy> (55mg) £j&D>U 3 ^KBn«««E L /^o RJC«[»w2. 3 -5* 7 
;M-n7^U > (5 1ml) £flD;U 2 0 ^KHB^MISE t tz Q SlSttJcRifaK* 

A/r-fe h> (1 0/1) T?SHt«VU*y;l/*7i»?o-7 h^77^ -lei 
t>«ft!{U tlolh^^ 6 Omg. iR^7 9%T#7^ 0 

1 H-NMR (DMSO-dg, 500 MHz) : 53. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1H) , 7. 02- 
7. 0 8 (m, 1H), 7. 11~7. 19 (m, 1 H) , 7. 2 3 (d, J = 
9. 2Hz, 2H) . 7. 39 (s, 1 H) , 7. 52 (s, 1 H) , 7. 59 
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(d, J=9. 2Hz, 2H) , 7. 9 4-7. 9 9 (m, 1H) , 8. 47 
(d, J=4. 9Hz, 1H) , 8. 78 (s, 1 H) , 9. 25 (s, 1 H) 
SiMI (FD-MS, m/z) : 451 (M + ) 

H«] 2 2 5 

N- (3, 5-y7Mo7x^) -N / - {4- [ (6, 7 - >>V h*is 
-A-^-J U JU) j^frvQ 7 ai .=.;!/} -)l/7 (2 6 1) 

6, 7-S^ h + v-4- (4-7;;7x; + y) *y U > (50m g) 
h;bjn> (5ml) iCflnl&^U M;j^>I/TS> (1ml) <&Jn^./c^ h 
Vy*X?> (5 5mg) £-tin;i> 3 ftffllmmmffi. L /Co SJfr&fc3, 5-v>^ 
^ta7-'J> (6 6mg) £flD*_. 2 0»MLr: o SJft&K^TK^ 

thu ^ATK^^tin^. g^l?i^^T2iEittajt/cmwa®^fn^7KT^ 

7£U ftl7KBff»^-h U^A^ftiRLfco «ff~R&8E£®£U 8i*^on*A 
A/y-feh> (10/1) -eSHSf S'>U*y^^7 5A^nv -{C«k 
t)*MSU SiO^«l4 4 9mg. JR^6 4%-elf/i 0 

1 H-NMR (DM S O — d g, 500 MHz) : <5 3. 94 (s, 3H) , 
3. 95 (s, 3H) , 6. 45 (d, J=4. 9Hz, 1H) , 6. 75- 
6. 83 (m, 1H), 7. 16 — 7. 26 (m, 4 H) , 7. 39 (s, 1 H) 
, 7. 5 2 (s, 1H) , 7. 5 9 (d, J=8. 6Hz, 2H), 8. 47 

(d, J=4. 9Hz, 1H) , 8. 99 (s, 1 H) , 9. 12 (s, 1H) 

Steffi (FD-MS, m/z) : 451 (M + ) 
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mmm 226 

N- (2, 3, 6-h'J7^P7x-;b) -N' - {4- [ (6, 
h*->-4 -*J Ujk) Z^Zkl 71/7 (262) 

6, 7-vM h + v/-4- (4-7;;7x7 + y) +7'J> (50m g) £ 
h;b^> (5ml) KUammmt^ HJjcf-^TS > (1ml) &tiaz-ti&^ h 
U7*^y> (55mg) £flO;U 3 ^Mftlfttil&E L /Co K«Jtt^2, 3, 6- 
h U 7Md7-'J > (5 3ml) Ztaz.* 2 O^m^iS^L^o SJC&tc^ 

warn* h u »7A7K^^jd^s i^if-^2iij*diLfca«»*iaftA4t 

n*;bA/T-t? h > (10/1) -eJBWt-* £"J *W7A^n7 h^^^r 
- 1- <k *) fiWK U »^^3 0mg, iR^3 8%7^/c 0 

^ H — NMR (DMSO-dg, 5 0 0MHz) : <5 3 . 9 3 (s, 3 H) , 
3. 94 (s, 3H) , 6. 44 (d, J=5. 5Hz, 1 H) , 7. 15- 
7. 2 5 (m, 3H) , 7. 33-7. 4 4 (m, 2 H) , 7. 5 2 (s, 1 H) 
, 7. 5 9 (d, J =8. 6 Hz, 2H), 8. 41 (s, 1H), 8. 46 
(d, J=4. 9Hz, 1H), 9. 18 (s, 1 H) 
St«#flfll (FD-MS, m/z) : 4 6 9 (M + ) 

Hife^J 2 2 7 

N- (2, 6-^7^Q7x-;l/) -N' - {4- [ (6, 7-vV b*is 
-4-^'J;b) 7^ — 7U7 (2 6 3) 

6, 7 h 4^ > — 4 — (4-7?;7x; + -» +;'J> (50mg) 

h;loi> (5ml) Kfln^*? L 2, 6-v?7Mo7x-Mvm 
- h (10 4mg) SrflD*.. 3 0&MtiamMMLti o VrthLX^tim^MmU 
h >Tife7§^ £ C <h «=: <fc *9 mm<D4t£r®I* 5 7 m g ^ 7 4 %Trf#^ 0 
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H-NMR (DMSO— dg, 500 MHz) : 53. 94 (s, 3H), 
3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 13- 
7. 25 (m, 4H) , 7. 2 8-7. 3 8 (m, 1 H) , 7. 39 (s, 1 H) 
, 7. 52 (s, 1H), 7. 5 9 (d, J = 9. 2Hz, 2H), 8. 15 
(s, 1H), 8. 46 (d, J=5. 5Hz, 1H) , 9. 09 (s, 1 H) 
HftfttfHl (FD-MS, m/z) : 451 (M + ) 



mmm 22% 

N- [2, 5-bTX (h'J7Mpyf^) -N / - {4- [(6, 

7-^^ h^->-4-^yj^) ^-^->] y^-Jl} -71/7 (2 64) 

6, 7-^n + ->-4- (4-7;/7x; + -» */ 'J > (5 Omg) 
bJlJ^> (5ml) {CJDM-^L> h'Jxf^7;> (1ml) ^t^tz^ h 
'J7tX7-"> (5 5mg) £Sn>U 3 #P»#&I#t L /c Q M^(-2, 5 - t*X 
(h'j7;^D^^) T-U> (7 9ml) 2 0ftffi1mMMMLtz o 

K^m^mm^mi- b u ^atk^^^ wm^j^2\n\m^Lfz^mm 
^^□□^W7th> do/1) ^jg&^s^u^yvi^^A^a^ 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 63. 9 4 (s, 3 H) , 
3. 95 (s, 3H) , 6. 45 (d, J=4. 9Hz, 1 H) , 7. 24 (d, 
J=9. 2Hz, 2H), 7. 40 (s, 1H) , 7. 52 (s, 1H) , 

7. 6 0-7. 6 6 (m, 3H) , 7. 95 (d, J=7. 9Hz, 1 H) , 

8. 38 (s, 1H), 8. 4 6-8. 52 (m, 2H) , 9. 70 (s, 1 H) 
WMftVim. (FD-MS, m/z) : 551 (M + ) 
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2 9 

N- (2, 4- : J* Y*r^7^-)V) -W - {4- [ (6, 7 - V* V*is 
-4-^7 UJU) *±±] y^—Jl) (2 6 5) 

6, 7-y7h + i/-4- (4-7;77xy + y) +7'J> (5 lmg) £ 
b;I^L> (5ml) (^J0*&§ft?U h'JJif-;l/Ti> (1ml) *1m?Ltz.'&^ h 
'J7tx>r'> ( 7 2 m g ) £2JP;U 3 ^flnH&M L fc 0 SJft&f- 2 , 4 - v 7 
h + v'T-U> (60mg) £flD;U ll^iDMiS^L^o K!&mz&m.7km 

A/T-fer h > (1 0/1) -CSBB-t--5>";*y^^7A^o-7 h^77^f -lc«fc 

1 H-NMR (CDC 1 3 , 500 MHz) : 5 3. 74 (s, 3H) , 
3. 80 (s, 3H) , 4. 03 (s, 3H), 4. 05 (s, 3 H) , 

6. 44~6. 51 (m, 3 H) , 7. 06 (s. 1 H) , 7. 12 (d, J = 
9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 49-7. 51 (m, 3 H) , 

7. 57 (s, 1H), 7. 86 (d, J=8. 6Hz, 1 H) , 8. 48 (d, 
J =5. 5Hz, 1H) 

mmftVrm (FD-MS, m/z) : 4 7 5 (M + ) 

mmm2 3 0 

N- (2-^od7x-JI/) -N' - {4- [ (6, 7-vM h^->-4-^ 

;'J;b) j^vj Z_fE£^k> (2 6 6) 

6, h + v/-4- (4-7;;7xy + -» +7'J> (5 2mg) £ 

h;Uai> (5ml) KlBfm^Lfz.^ 2-^oD7x-Wvm-F 
( 0 . 0 5ml) £fln;L. 3 0 ftffltiam&m L /Co RJEWSft* * o o a/t 
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-fe h> (1 0/1) -CSgaf* $"J »*7i^07^77^ -tc.t^is^ 

1 H-NMR (CDC 1 3 , 500 MHz) :<54. 01 (s, 3H), 
4. 05 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 6. 98 (d 
d, J=7. 3, 7. 9Hz, 1H), 7. 14 (d, J=8. 6Hz, 2 H) , 
7. 26 (dd, J=7. 3, 7. 9Hz, 1 H) , 7. 31 (d, J=7. 9 
Hz, 1H), 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz, 2 H) , 
7. 57 (s, 1H), 7. 57 (s, 1 H) , 8. 24 (d, J=7. 9Hz, 
1H), 8. 37 (s, 1H), 8. 50 (d, J=5. 5Hz, 1 H) 

nmttmm. cfd-ms, m/z) : 449 (m + ) , 451 cm + + 2) 
mmm 231 

N- (3-^pd7x-;1/) -N' - {4- [ (6, 7--:^ h4^>-4-4- 
y»J>>b) jjfrvQ 7*— M OUT (2 6 7) 

6, h**>-4- (4-7;;7x; + y) +;>J> (52m g) £ 

bJl^y (5ml) IzmmmmttzW:^ 2-^OD7x^KV>'7^-h 
( 0 . 0 5ml) £ ?J0;i. 3 0 #HAlfttil8fE L /Co ^ffr7§?&£ 9 n a * ;U A/T 
-t?h> (10/1) -eSBS^--5>'U*y^7A^D-7 — ^ ^ *9 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 9 8 (s, 3 H) , 
4. 03 (s, 3H), 6. 41 (d, J = 4. 9Hz, 1 H) , 6. 99 (d, 
J=7. 9Hz, 1H), 7. 09 (d, J=8. 5Hz, 2 H) , 7. 16 

(dd, J=7. 9Hz, 7. 9Hz, 1 H) , 7. 23 (d, J=8. 6Hz, 
1H), 7. 38 (s, 1H), 7. 42-7. 44 (m, 3H), 7. 56 

(s, 1 H) , 8. 1 3 (s, 1 H) , 8. 1 4 (s, 1 H) , 8. 4 4 (d, 
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J=5. 5Hz, 1H) 

M&ftVrm. (FD-MS, m/z) : 44 9 (M + ) , 4 5 1 (M + + 2) 
m&m 2 3 2 

N- (2, 3-vM Y±i^Z^£zM ~ N ' ~ < 4 ~ i (6, ^*'> 
- 4 U;U) *4-*>] U7 (2 6 8) 

6, h*>-4- (4-7;;7x;+y) +;>J> (52m g) £ 

h;bi> (5ml) IcSnfcigA? U h 'J xf^7 ; > (1ml) &Uaz-iz&^ b 
V7*KY> (7 4mg) Ztiaz-^ SftmaMMtftLtZo KJ&&IC2, 
h*->T-'J> (0. 0 5ml) £flQ;L. 1 1 ftffltiam&ffi L rtio SJCtttcRg? 
h U ^atK^^Jp^.. S^g?^^^-e2[ol«&{±iL/c^WmS^ISIn^7K 

*;l/A/T-t? h > (10/1) ^> 'J * 7 A ^ a v h 7 >f - 

K«fct>«!»!U ^S©<t£#l£8 3mg. iR^l 0 0%TT^ o 

1 H-NMR(CDC1 3 , 500 MHz) : 8 3. 7 2 (s, 3 H) , 
3. 84 (s, 3H) , 4. 02 (s, 3 H) , 4. 05 (s, 3H) , 

6. 46 (d, J=5. 5Hz, 1 H) , 6. 62 (d, J=7. 9Hz, 1 H) 
, 7. 05 (dd, J=8. 5, 8. 5Hz, 1 H) , 7. 13 (d, J = 

9. 2Hz, 2H) , 7. 43 (s, 1 H) , 7. 54 (d, J=8. 6Hz, 
2H) , 7. 58 (s, 1H), 7. 85 (d, J=8. 6Hz, 1 H) , 

7. 88 (s, 1H), 8. 27 (s, 1 H) , 8. 50 (d, J=5. 5Hz, 
1H) 

W&ftVrm (FD-MS, m/z) : 4 7 5 (M + ) 
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mmm 233 

N- (4 - b Yu^-i/y^— )V) -N / - {4- [(6, 7-v7^->-4 

-*J 'J AO *±}S} Z^ikl ^ i/T (2 6 9) 

N- (4 -<>yW+->7 3L—)V) — N' - {4- [ (6, 7->>V h + i> 
-4- + y'J^) 7i-=:;U} I 7U7 (2 2 8mg) £N, N-i>*?-)l 

tw^7^ K/ft»xf;l/ (1 5m 1/2 Om 1) icjgjgU 
(4ml) ^D^.^. 2 0%M{^7^'7A (1. 1 8 g) *JP^. N 7km# 

x5?HmTMST-i 5B#raim^L/c 0 R^t7^ h-^itu mm&mmttz 

^ SI^^nn^W7th> (10/1) -ejggfl-r^ v U iifJVti^l*? 
u^yy=,-7j -\z <fct)*jtg{U &m(D4k&®l%: 1 88mg, JR^l 0 0%Ti 

1 H-NMR (DMS O - d g, 500 MHz) : 53. 98 (s, 3H), 
3. 99 (s, 3H) , 6. 60 (d, J=5. 5Hz, 1H) , 6. 68 (d, 
J=8. 6Hz, 2H) , 7. 21 (d, J=8. 5Hz, 2 H) , 7. 22 

(d, J=8. 5Hz, 2H), 7. 47 (s, 1H), 7. 60 (d, J = 
9. 2Hz, 2H), 7. 61 (s, 1 H) , 8. 58 (s, 1 H) , 8. 59 

(s, 1H), 8. 98 (s, 1H), 9. 03 (s, 1 H) 

Kl^lffffl (FD-MS, m/z) : 431 (M + +l) 

w&m 2 3 4 

N- (4 -7t h^->^ x.— ;U) -N' - {4- [ (6, 7-i>V h^->-4 
-*yp;U) j^^vp jl—JV} -7 1/7 (2 7 0) 

N- (4-t Kn*'>7xi;l/) -N' - {4- [ (6, 7 - ^ h^v-4 
-*JV)V) y^—jl) (4 7mg) ^Myf U> (6ml) 

K*t?U h 'Jif^7 ^ > (2 m 1 ) £fln;Lrt:8U M&Sm (0. 5ml) £ 
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*£*Lfc 0 «EET*«C*«*L^ SI^^oD^l/A/7th> (10/1) TP 

35mg, iR^6 8%-vmtZo 

1 H-NMR (CDC 1 o, 500 MHz) : 6 2. 31 (s, 3H), 
4. 01 (s, 3H) , 4. 04 (s, 3 H) , 6. 43 (d, J=5. 5Hz, 
1H) , 7. 01 (d, J=8. 6Hz, 2 H) , 7. 11 (d, J=9. 2H 
z, 2H) , 7. 26 (brs, 1 H) , 7. 32 (d. J=9. 2Hz, 2 H) 
, 7. 4 0 (s. 1 H) , 7. 4 5 (d, J = 9. 2Hz, 1H), 7. 56 
(s, 1H) , 7. 56 (brs, 1 H) , 8. 46 (d, J=4. 9Hz, 1 
H) 

M*##T4lfi (FD-MS, m/z) : 4 7 3 (M + ) 
ffe&fe#J2 3 5 

N- (3, 4, 5-hlM h^T^^AQ -N / - {4- [ (6, 
^y-4-^;'J^) t^r->] frUT(2 7 1) 

6, 7-^n + y-4- (4-7;;7x7 + -» +yj> (52m g) £• 
bJlx.> (5ml) (cJnJftjSHLs h'JiW5> (1ml) £Jn*.fcgU h 
•J7*7f> (66mg) £flO;L. 2 ^HJP*WS«E L ^1:3, 4, 5- 

* h + ->7-'J> ( 7 6 m g ) <&fln>U 19 Jn*ftil«E L fc Q S^tttwtfSI 

-ezsfej^ u h d «? j^-cum t /t 0 «et»«e*s* u ^as* ? D o 

*;UA/y-t?h> (10/1) "e®B8f £ i"J *TO7A7n7 h^77>f - 
«c«k*3»JSU &m<Mt&to*l 6mg, JR^8 7 %^tz a 
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H — NMR (CDC 1 g, 5 0 OMH z) : 6 3. 81 (s, 6H) , 
3. 83 (s, 3H), 4. 02 (s, 3 H) , 4. 05 (s, 3 H) , 

6. 44 (d, J=4. 9Hz, 1 H) , 6. 69 (s, 2H), 7. 12 (d, 
J=9. 2Hz, 2H) , 7. 41 (s, 1 H) , 7. 41 (brs, 1 H) , 

7. 48 (d, J=8. 6Hz, 2 H) , 7. 57 (s, 1H), 7. 58 (s, 
1 H) , 8. 4 7 (d, J =4. 9H z, 1 H) 

fiMIt (FD-MS, m/z) : 5 0 5 (M + ) 

mmm2 3 6 

N- (2, 4-^7^0 7x^1/) -N' - {4- [ (6, 7->M h^-> 
-4-^7 U;lQ 7^-;U} >7l/7 (2 7 2) 

6, 7-^h*'>-4- (4-7;77x;+v') +7'J> (lOOmg) 
ZhJl^y (10ml) icjD^ft? L 2, 4->'7;l/to7x-Mv«> 
T*-h (12 0ml) £Jn;U 3 0#IHM»«8fEL*:o tfrtB LT#fcfefi*it 

H — NMR (DMSO-dg, 5 0 0MHz) : 5 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 03- 
7. 10 (m, 1H), 7. 22 (d, J=9. 2Hz, 2H), 7. 28- 
7. 35 (m, 1H), 7. 39 (s, 1 H) , 7. 52 (s, 1 H) , 

7. 59 (d, J=9. 2Hz, 2 H) , 8. 05-8. 12 (m, 1 H) , 

8. 47 (d, J=5. 5Hz, 1H), 8. 5 2 (s, 1H), 9. 15 (s, 
1 H) 

Ilftlfftt (FD-MS, m/z) : 451 (M + ) 
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mmm2 3 7 

N — (2, 5-^7^a7x-;l/) -N' - {4- [ (6, h^> 
-4-4^y 'J;U) ^-4^->] 7 jl— 7U7 (2 7 3) 

6, 7-v>^ h*->-4- (4 -T ^ J 7 x-J + ^7 'J > (1 0 Omg) 
£h;loc> (10ml) tctJQ^fl? t fcftx 2, 5-y'7Wn7x-Mvy 
T*-h (120ml) &1mz-, 3 0 #fSHjn*fc5M L tz 0 mttiLTZtzmikZm 
flKU V Jl^y^ffifr-? 2>Z t\Z.&y)mmOit€i®%: 1 3 2rag, iR^8 7%T 

1 H-NMR (DMSO-dg, 500 MHz) : 53. 94 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d, J=5. 5Hz, 1 H) , 6. 80- 

6. 87 (m, 1H), 7. 23 (d, J=9. 2Hz, 2H) , 7. 2 7 — 

7. 33 (m, 1 H) , 7. 40 (s, 1 H) , 7. 52 (s, 1H) , 

7. 59 (d, J=8. 6Hz, 2 H) , 8. 0 3-8. 0 8 (m, 1 H) , 

8. 47 (d, J=5. 5Hz, 1 H) , 8. 78 (s, 1 H) , 9. 27 (s, 
1H) 

wmavm cfd-ms, m/z) : 451 (m + ) 

HSfe#J2 3 8 

N — (4-7^-2-^PQ7x^l/) -N' - {4- [ (6, h 
t'>-4-t;'J;l/) 7x-ib} 7U7 (2 7 4) 

N- (4-70D-3-- ho7x-i) — N' - {4- [ (6, 7 - h 
^ri/-4-^y »J;lO 7 x^M 7U7 (15 Omg) ^^dd^A 

(1 Oml/l 3ml /3ml) lcjg#?U *-*»ffl|-*- M •> 
A (5 0 1mg) &m*-. 6 0°CiZT5 O^fUmWLfZc ^ou^;bA-e20l* 
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mm^^u m&**uu*)\,j*/T*Y> (io/d -esra-rs^u^y 

/W7A?D7 - K «fc 9 U mm<D4b&%S%:4 8mg, iR^3 4 

1 H-NMR (DMS O- d 6 , 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 94 (s, 3H), 5. 14 (brs, 2 H) , 6. 43 (d, J=4. 9 
Hz, 1H), 6. 51 (m, 1H) , 6. 65 (d, J=2. 5Hz, 1 H) , 
7. 17 (d, J=9. 2Hz, 2H), 7. 38 (s, 1 H) , 7. 48 (d, 
J=8. 6Hz, 1H), 7. 51 (s, 1H), 7. 56 (d, J = 8. 5H 
z, 2H) , 7. 83 (s, 1H), 8. 45 (d, J=5. 5Hz, 1 H) , 
9. 1 0 (s, 1 H) 
liMt (FD-MS, m/z) : 4 6 4 (M + ) , 4 6 6 (M + +2) 

§*IWJ2 3 9 

N- {4- [ (6, 7- : J* h^->-4-^yj^) *^S/3 7 ^—Jl} - 
N' - [2 -j. a ;b] »)U7 (2 7 5) 

6, 7-v>y h + ^-4- (4-7; J 7^;*^ +7'J> (lOOmg) 
^rh;Ui> (10ml) dflnH&gft? U M i*-;l>7 S > (1ml) *1m?Ltz'&^ 
MJ7tXf> (lOOmg) *Jp^.n 2 #IHtaJ»««E L fco R{t*i:xf;l,- 
2-T^y^>v*i-h (8 4mg) £Jq;l, 2 B^tra&ig^ L *: 0 RlSttJCft 
8?7j<^ h U ^A7K*»[«rJP^.> Pg?^f-^T2[eIJfifcbL^Wa)l ; £:tafn^ 

n*A-A/THzh> (10/1) TSBB^"* 5"J #7 5 A ? o v h 7 4 

1 H-NMR (DMSO-dg, 90MHz) : 51. 37 (t, J=7Hz, 
3H) , 3. 94 (s, 3H), 3. 94 (s, 3 H) , 4. 38 (q, J=7 
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Hz, 2H) , 6. 47 (d, J=5Hz, 1 H) , 7. 1 — 8. 1 (m, 9 H) 
, 8. 38 (d, J=9Hz, 1H) , 8. 47 (d, J=5Hz, 1 H) , 
9. 92 (s, 1 H) , 10. 10 (s, 1 H) 
liMt (FD-MS, m/z) : 48 7 (M + ) 

mmm 240 

N- (2 -/ ±)V±*2_ ^) ~N r - {4- [ (6, h^v-4 
-*JV)V) ar*is^ y^—M -71^7 (2 7 6) 

6, 7-y^ h*i>-4- (4-7;;7x; + -» + 7 U > (1 3 lmg) 
*Y)\,x-> (13ml) KJna&JgJB U h 'J if ;l/7 ^ > (2. 6ml) 
■tz'&L^ h'j7tx^> ( 1 5 2 m g ) £3JD>U 2 ^HJnJIWSaE L fco WMmz 2 
-jt*Jl,**T— U > (0. 11ml) ^Jn^. 1 O^tJDlfeS^Lfco frfom 

^^DD^/7-lr^ (4/1) T'Jg&g^<5->U#^#5>A?ov 
7^ -lc«kt>|jMBiU ^jg©fl:£$l£2 9mg> JR*14%T»fe 0 

1 H-NMR (DM S O — d g, 5 0 0MH z) : <5 2. 50 (s, 3 H) , 
4. 00 (s, 3H), 4. 00 (s, 3 H) , 6. 51 (d, J=5. 5Hz, 
1 H) , 7. 0 8 — 7. 15 (m, 1 H) , 7. 2 5-7. 3 5 (m, 3 H) , 
7. 45 (s, 1H), 7. 48 (d, J = 7. 9Hz, 1 H) , 7. 58 (s, 
1H) , 7. 67 (d, J=8. 5Hz, 2 H) , 7. 99 (d, J = 7. 9H 
z. 1H), 8. 24 (s, 1H), 8. 53 (d, J=5. 5Hz, 1 H) , 
9. 6 1 (s, 1 H) 

W&ftffim. (FD-MS, m/z) : 461 (M + ) 
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mmm2 4 i 

N- [3, 5-h"x (MJ7;l/to^f-^) — N' - {4- [ (6, 

7- 21 h*is-4 ~*J D )V) JrJ-i/] y^—M ^>VT (2 7 7) 

6, 7-^^ h + ->-4- (4-7;77x;^y) 4-7 U > (5 0 m g) £ 
h;Loc> (5ml) Kfln&tfgfl? U h>Jxf;l/7;> (1ml) £fln*.fc8U b 
*)7*XY> (55mg) 3 ftffltiuM&tM L fc 0 3 , 5 - ex 

(h'j7;l/tnyf;b) T— 'J > (116mg) ^flnx.. 2 0 #ratJD*fct«E L fc c 

Si^^OD*W7th> (10/1) -eJg^-T^^U^^l/^^A^n^ 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 63. 9 3 (s, 3 H) , 
3. 94 (s, 3H) , 6. 45 (d, J=5. 5Hz, 1 H) , 7. 23 (d, 
J = 9. 2Hz, 2H) , 7. 39 (s, 1 H) , 7. 51 (d, J=9. 2H 
z, 2H) , 7. 62 (d, J=9. 2Hz, 2 H) , 7. 64 (s, 1H) , 
8. 15 (s, J=5. 5Hz, 2H) , 9. 13 (s, 1 H) , 
9.4 3 (s, 1 H) 
Wmftffim (FD-MS, m/z) :55 1 (M + ) 

N- (3-7PD7°Db';l/) — N 7 - {4- [ (6, 7-vV h4^>-4-4- 
7'J;U) >*-^>] 7 1/7 (2 7 8) 

6, 7-i>^ h + ^-4- (4-7;;7xy + ^) +;'J> (5 Omg) £ 
bJl^.> (5ml) (cJplfe^L^ h'JxWi> (1ml) ^m^fz^ Y 
'J7t^> (55mg) 3^mUama&mLti 0 »E^:3-^dd7° 
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n^7-'J> (6 6mg) ^Ua^ 2 0ftffi1mmMffiLfz o mmmizBtm&m 

A/T-tr h > (1 0/1) T-Jg^-r-Si/U^yVU^^A^DT h^3M -tc«k 
mm<D4t&VB*:2 6mg, JRi*S3 7%Tl#/c 0 

1 H-NMR (DMSO-d g, 5 0 0MHz) : 5 1. 8 7-1. 9 4 (ra, 
2H) , 3. 20-3. 27 (m, 2H) , 3. 69 (t, J=6. 1Hz, 2 
H) , 3. 93 (s, 3H), 3. 94 (s, 3H), 6. 29 (t, J = 
6. 1Hz, 1H), 6. 41 (d, J=5. 5Hz, 1 H) , 7. 14 (d, 
J=9. 2Hz, 2H) , 7. 38 (s, 1H) , 7. 5 0-7. 5 5 (m, 3 
H) , 8. 46 (d, J=4. 9Hz, 1H) , 8. 61 (s, 1 H) 

WmfiVrm (FD-MS, m/z) : 415 (M + ) 

mmm2 a 3 

N- {5- [2- (4-?;M-p) y^j^-i/'] -t°V~JM -N' - {4- 
[(6, 7--^y h4->-4-^;'J^) t^->] (2 79) 

6, 7 ->>V h ^ > — 4 — (4-7;77x;+i/) *7 U > (53m g) 
h;bjc> (5ml) izmmmmt^ b 'JxW; > (1ml) SrJjn^/cm. h 
U^ + X^> (5 8mg) £3jn;L> 4^FIMtl/: 0 SJo^c5-T^y- 
2- (4-7;M"n) ^^y^'>h 0 U^> (9 5mg) 1 9^tin^i§ 

S£U mm&9 nn*;UA/T-tr h > (10/1) -C®§{§-r £ 5"J ijfjl,* 5 
A? h?'^:^ -^ck^im$S{U mmoikGiW* 1 4mg> JR^7 9%T^ 
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1 H-NMR (DMSO-dg, 50 OMH z ) : 5 3. 94 (s, 3H), 
3. 95 (s, 3H) , 6. 44 (d, J=5. 5Hz, 1 H) , 7. 01 (d, 
J=8. 5Hz, 1H), 7. 12-7. 24 (m, 6 H) , 7. 38 (s, 1 
H) , 7. 51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2 H) , 
8. 01 (d, J=8. 6Hz, 1H) , 8. 19 (d, J=2. 4Hz, 1 H) 
, 8. 46 (d, J =4. 9Hz, 1H), 8. 77 (s, 1H), 8. 89 
(s, 1H) 

KMfttirM. (FD-MS, m/z) : 5 2 6 (M + ) 



mmm 244 

N- {4- [(6, 7-->7 h^->-4-^yj^) t^y] 7 ~ 
N' - (3-zJJl-JlsTiJ7^—)l^ »U7 (2 8 0) 

6, 7-i^y h + i/-4 - (4-7i;7x; + y) *J U > (52m g) £ 

hJi^y (5mi) izmmmmt^ h>jj.^u7^> ami) &mz.tz'&^ h 

V7**y> (5 5mg) Ztiuz.^ Sftmmi&MtfiLtZo 5Mi:3-^y 

T\jT-*)y (69m g ) 1 2ftfflmmM&aLtz 0 Kmmcmm^m 

A/T-feh> (lo/i) -ein t ^'>'j*y^r>7A^D7h/77^-(a 

^fii^U ^Ifflfb^* 7 2mg N JR^8 9%Ti#/c 0 

1 H-NMR (CDC 1 3 , 500 MHz) : 52. 92 (s, 6H), 
4. 01 (s, 3H), 4. 03 (s, 3 H) , 6. 41 (d, J=4. 9Hz, 
1H) , 6. 48 (d, J = 8. 6Hz, 1 H) , 6. 56 (d, J=9. 2H 
z, 1H), 6. 88 (s, 1H), 7. 08 (d, J=9. 2Hz, 2H) , 
7. 14 (dd, J=7. 9, 8. 5Hz, 1 H) , 7. 35 (s, 1H), 
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7. 41 (s, 1H), 7. 45 (d, J=9. 2Hz, 2 H) , 7. 55 (s, 
1H), 7. 67 (s, 1H), 8. 45 (d, J=4. 9Hz, 1 H) 
IIMI (FD-MS, m/z) : 4 5 8 (M + ) 



mmm 245 

N- (2 -b H'p^->7x-^) -N' - {4 - [(6, 7--^^ h^->-4 
-^yj;^) ^4y] 7^— ;b} -71/7 (281) 

6, 7 -'J/ h*is-4- (4-7;;7x7+y) + 7 U > (1 0 5mg) 
£h;Uo.> (10ml) fcfln$W§fc?U h l )^3-JlTi> (2ml) £fln*_fcgL 
h'J7*Xf> (118mg) 2ftmimm&ffi.Ltz 0 Kf&miz2-Ti 

J-y^y-jl (77mg) ZtinA.^ 1 0 L tz 0 Kfcmz$tm7\<.m+ 

Tf^j^U ^Jg©>fb^^8 6mg, J(5££5 6%T^ 0 

1 H-NMR (DMSO-dg, 500 MHz) :<53. 94 (s, 3H) , 
3. 95 (s, 3H) , 6. 45 (d, J=4. 9Hz, 1 H) , 6. 73- 
6. 88 (m, 3H), 7. 20 (d, J=8. 6Hz, 2 H) , 7. 39 (s, 
1H) , 7. 52 (s, 1H) , 7. 59 (d, J=8. 6Hz, 2 H) , 
8. 03~8. 08 (m, 1 H) , 8. 1 9 (s, 1 H) , 8. 47 (d, J = 
5. 5Hz, 1H), 9. 46 (s, 1 H) , 9. 95 (s, 1 H) 
KMftVrm (FD-MS, m/z) : 431 (M + ) 
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mmm 2 4 6 

N- (3 -fc H'p^y7x-^) — N' - {4- [(6, l- : Jth*ri/-4 

Z^±ZJlAUi±jd ^^T (2 8 2) 

6, 7-y^ + ->-4- (4-7i;7x; + y) +y >J> (1 1 5mg) 
£h;l^> (12ml) h'Jxf;b7i> (2 m 1 )£&]*.*: & N 

h'J-7*xy> (113mg) £Jn;U 2 ^IWaol»it«E L fco SfL«i:3-7^ 
^x;-;l< (73mg) 1 0 ^txMMML L fco Ste&fclfclfctefc^ 

1 H-NMR (DM S O — d g, 500 MHz) : <5 3. 94 (s, 3H), 

3. 95 (s, 3H) , 6. 3 5-6. 4 2 (m, 1H) , 6. 44 (d, J = 

4. 9Hz, 1 H) , 6. 7 7-6. 8 5 (m, 1H) , 6. 98-7. 08 
(m, 2H) , 7. 20 (d, J=8. 6Hz, 2H), 7. 39 (s, 1H), 

7. 52 (s, 1H), 7. 58 (d, J=8. 6Hz, 2 H) , 8. 47 (d, 
J=4. 9Hz, 1H), 8. 57 (s, 1 H) , 8. 73 (s, 1H) , 
9. 3 1 (s, 1H) 
KMftVrm (FD-MS, m/z) : 431 (M + ) 

H»>J2 4 7 

N — (3-bKa^->^M'^7x-;l/) — N' - {4- [ (6, 7 - >M 
ht->-4-^;'J-^) ^->] 7x- 7b} 7 1/7 (2 8 3) 
MMWl 9 7T:'&tzN- (3-ih + v/^^'^7x^) — N' - {4- 
[(6, 7-i?y F + y-4- + yj-;b) t+->] ^UT(190 
mg) £y (3ml) IcjgjjPU 3 5 %im.\t*> V "7 AtK^ (5m 1) 
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3 8 %T~'mz 0 

1 H-NMR (DMSO-dg, 500 MHz) : 6 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J = 5. 5Hz, 1H) , 7. 20 (d, 
J=8. 6Hz, 2H) , 7. 3 8-7. 6 5 (m, 7H), 8. 13 (s, 
1H), 8. 46 (d, J = 4. 9Hz, 1H), 8. 88 (s, 1H) , 
8. 9 7 (s, 1 H) 

Sfi^ffl (FD-MS, m/z) : 4 5 9 (M + ) 
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Wistar-Kyoto^y h (0*f t -JbX'J A-^bA$) <fc (9 W§H^tB U 
v/-t*> ^(Nephron, 22, 454 (1978)) i:iot^^Lfc a CltlSs 
10% ^ *>fl£Miyff (OT. FCS iBg-T) £#frRPMI 1640 *g*t& (OT. i^JtfeiBf§ 
-T) +{-T37°CcZ)^-r-5%^^X^ >+ J .^-^-rt(lfcOTi§ftL^ 0 & 

10ft £ f9 mft 5 ft t> *l£ ^ "9- > ^ * A*fflflS£ T -y -fer leg; L 

2 PDGFg^ftgB U >ggfbEa^fEffig>fFffi 
/ -9->4^AijTO£-2 A9^mrfV~ McSIl, 10%FCS £#irig*t£{CT2 

y (OT^ B S A iBS-T) Z^tJtgi&Z 2 5 0^1 ^flD L/c 0 >M 
•>K (OT> DMSOiBSf) JC^^-a-^il^^-©^it6^1. 38^1 
»]LTj!ii^ 3 7T:T-lB#fyH >*^- h Lfco t hm^^-Mlfa/J^i 
^StS^BBgl (OTs PDGF-BB <hB&^) £0. 1% BSA^frigJfclCTgft?;*-^ 
C ti&nWk&tf 5 Ong/ml i £ <fc 9 ic^r* Mz 25^1 -Togsfln U 3 7 1 

Oftm^ h L/Co U 5 0 0// 1 © 'J 

*&7k (pH7. 4) (OT. PBS iBg-T) Ti»£&7f^ TO^Rj^bM®^ 
(IX Triton X100 . 2mM *)l> h'<j-i?JlWt+ b 'J ->A N ImM ^^-U>^T ^ >4 
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WfWt2 ± h «J (OT. EDTA£B£-r) *^ts h U X^^S^tK (P H 7. 
4 %) ) £ 5 0 u 1 Tgsfln L /Co 4 °C-e30^-F H ^±S^M-r £ C <b -?3iffl8££ Rj^b U 
1 V U ;HfftS^ h U ^ A (JSTR SDS £B§i)-) £^tr h xijf ® 

y\z.n-$Z>^J >7 u-^JVW&^m^tt yfu 7 f^ >^^HJgL/c 0 

PDGF-BB O^Sn{Ccfct) @B'J >SKb£gtt*:PDGFgS# Gft^fi : iftl 8 OKDa ) 

PDGF-BB j^Jn{cJ;-SPDGF^:^0@B>J >®Kb»£ 1 0 0%. ISI^fc J^PDGF-B 
B *^Jn LT^t'O -7 x S @ E 'J 0 % i L & O jUD g 

mmm<Dmm*$mm^x-T^ z neno^rc & ttsPDGF^gf* e s u 

g E U >g|{b5 0%P1^«S (I C 5Q ) ^ItilL/Co 
*^©-fb^©PDGF^^@a'J >8Kb5 0%Pl*2£jg (IC 5() ) lilOO 

#§£^©03: LWbl^il©f^Wc|igLT. ^ If AftgjJStzifctfSPDGF 

^^geu >®?{b5 o%piim (i c cn ) ©^m^m2^{c^tfeT^-ro 
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% 2 m 

m m m m ( j c ^ . ^ M) 

(2) 0.4 4 

(6) 0. 45 

(8) 0. 1 0 

(16) 0. 05 

(29) 0. 80 

(3 2) 0.3 0 

(4 3) 0. 0 0 5 

(4 4) 0.0 0 6 

(4 5) 0. 0 1 4 

(4 6) 0. 0 2 1 

(4 7) 0.0 4 3 

(4 9) 0. 0 1 8 

(5 0) 0. 0 6 7 

(5 1) 0.009 

(52) 0. 03 

(5 3) 0.010 

(5 4) 0.0 0 3 

(5 5) 0.0 0 3 

(5 6) 0. 0 0 4 

(5 7) 0. 0 0 6 

(5 8) 0. 0 0 2 

(5 9) 0.0 0 4 

(6 0) 0.0 0 4 

(6 3) 0. 4 0 

(66) 0. 13 

(6 7) 0. 1 1 

(68) 0. 44 
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EMM 2 

lH6Z£otg^ Wistar-Kyoto ?v h (7i!H&) (0*f +-;l/X'J/<-tt^ 
£A^) ) £fflWc 0 $L5y bThyl. 1 Ic^ff Z^J 2 o — *-;l4n#T?* 5 
OX- 7 (Pathol. Int. ,45. 409 (1995) fcffl^TMKLfc) *1. 2mg/kg©ffl« 

mz-it. ox-7!9:#gH«fct> l B2IeU 8BPM^gna#L^ 0 #i*f#Pf^ 

1 : ^Wmz 2 5 %OT©5£rt:^£lg#> 5 

2 : 2 5-5 0 %e>mtmm*m#> s 

3 : ^^F*g(c 5 0-7 5 %©8Wtff -5 

4 : i- 7 5 - 1 o o %^wxmm.^m^> s 
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1 Omg/kg 11.7 P<0. 05 

3 Omg/kg 10.2 P<0. 05 

1 0 Omg/kg 13.7 P< 0. 0 1 



am 

SSLfcCDF^^x (B^SLWbAf) ©JKJ^rtK 9 BIBBS 

i 3 o%<Dm^m^<ma> otitic 



2 {t^& j %4 3<D4t&to<Dt.hyv*-vm& cglo7) KiQ-fzvim 

K^«U Hff^l 0 0 mm 3 MS^^ -o /c^T^©J31S5^©^^ 
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mfomz i±Lfzt% (Dftimmo xb@ (ommwrnz c x , K«{b^s-^p© 

II^TxiU M«limfflJ« (TGIR) = (1-Tx/Cx) x 
1 0 O^Hbtzo &j 4 Mffl<DUmBffltp~Z\ t^OTG I RI(i7 6%-<?£t) N 

3 *&m<Dfc£M<Dt h^'Jt-vjl (GL 0 7) l::#^&inMiftaMI 

K^^xtc^ffiu JM»«f*u o omm 3 msttzu -o tzm&-e&m<Dmmt* 
smommtm&TxtL mmmmmm (tgir) = ci-tx/cx) 
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2 16 



it&wm^ (TG I R% ) 



(44) 


7 8 


(4 5) 


6 8 


(52) 


8 6 


(56) 


5 2 


(57) 


6 4 


(58) 


5 7 


(59) 


8 2 


(1 6 5) 


7 0 


(1 6 8) 


5 6 


(1 7 3) 


5 4 


(1 9 0) 


5 0 


(1 9 1) 


5 0 


(1 9 4) 


5 9 


(2 2 5) 


5 8 


O 9 7^ 


7 R 

I o 


(2 2 9) 


8 1 


(2 3 5) 


7 8 


(2 3 6) 


8 4 


(2 3 7) 


7 4 


(2 4 2) 


6 2 


(2 4 4) 


7 3 


(2 5 4) 


8 5 
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(2 5 5) 8 6 

(2 6 0) 5 2 

(2 6 2) 8 7 

(2 6 4) 6 3 

(2 6 7) 6 5 

(2 7 2) 8 4 



©imM**©^*^— fcttS cfc 9 JC 1^4Efo(:^l^ U 10 Omg/kg 
<h £ «k 9 *ffiP^(c tm#& 9 B felS B . — B — [eMKrt£^- 

L/c 0 Cft£©MJgit*gffl]frJl£ (TGIR) ©#£lfl£m4^tc^-ro 

ffljlg mm (tg i r%) 

(4 3) (5 8) 
COL-1 colon 68 74 
St-4 stomach 78 86 

L-2 7 lung 8 3 9 6 
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— f¥9~l 0E©«H£DB A/1 J NCrjv^x (9ilft£) (B**- + -^X 

(K-4 1, 3-7 — y>fitHSWHE^) > 1 5 mg CD Mycobacterium tuberculosis 
H 3 7 R a (Difco Labs. ^^A#) . 2. 5 ml©£31&igifcfc «fc 7 . 5ml© 
^7D^ > FTi?*.'<> K (Difco Labs. j&>£A^) 3 > 

SS!U vi7XCDmSSP{c3ilP^OP^R|-C ! 2lH]> lE^/c«9 0. lmlgTFt&^-L 

mmcommzmmis^ 2@g©^ >sMB^bi 6 sr^BJK^rt 
mwm 7/10 70 

1 Omg/kg 1/9 11 

lOOmg/kg 0/10 0 
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*mn<D4k&m*. mntemmmi^i-zmmitm, «tt)PL<i;u pdgf^ 
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CH£*:iiNT£>tK 

(a) XiiO •£*:(;}: ST-&<9. Qte> 
(ID : 




[5£nj3 N mttl, 2 £/cte3 7;-£tU R g iiilSiJd C N. OH, ^D^f>, 
C 1 -C 5 T^^;K C 1 - C A T )lzj*-i/&tz\±C 2 - C 4 7->JH^5] 7? 
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5£ (HI ) 




C - C 4 T;b3+->T-abl9. Y> Zfi|H]B#f;:£/c(i<lSiJicN£/;:teCHT-&£] 
a (IV) : 




(b) XfiCK St/;iiCH 2 T*^ Q(i> 
55 (V) : 




(V) 



o 1 
C 4 T^^;UT*,Ds AliC^CgTM^k C 1 - C g TJ^T — Jl^ ggjft 

(Cg-C 10 ) 7;M^;K C 1 -C T fr^^'s-h)^— ;k 7x_jK -j-y 
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I©fiS©^f n7'J -;Ug&£^te9 -trtlii 1 0 -lO^l^fnT 

7 'J -;HI^ CN. N0 2 . OH. NH 2 , adt*^ C^-CgT-M^k 
aitt (Cg-C 1() ) TVM^k C 1 - C 4 7Jl/3*^ C x - C 4 T^r3^v 

15 15 13 

C 1 - C 4 T^+;UT $ 7. (C 1 -C 4 T^b+;b) T^y. 

C0 2 H N CONH 2 , N — (C 1 - C 4 T)\,*)V) Ti h\ N, N-'J- 

(C 1 -C 4 T;b+;b) T ^ K\ C 2 -C 4 TJl*-JlT i F\ h'j7Wn^f 

)W c 1 - c 4 ^ ^— ;K iSi7x-;k 7x; + ^ Kg^i 

y + g^^^^;b^^-. :7x^.;u (C 1 - C 4 T)\<*)V) N 

S^^i^;b (C -C 4 t;u^;U) „ eye^k f^^— -»K t'J$i?-;k 

C 2 -C 4 T->;l^t>aiR$*lS l~5<@©«8lS3:WLT^Tt><fc < > Bii N 
<X S, NH, NCN. NRg^/cliNORg (::t% RgliCj-C^^ 

5^ (V) : 



R5 R5 




B 



(V) 
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2. 5£ (I) 4\ W^CH-C*^ X*<0*^{±S-e*f9 N Q*<5£ (II) N 

5$ (in ) ztzitt (iv) -e^fts. fS^sgi Kfa«©*y >j >s§i*#:*><fctf 

* ft & © k f^gf t? g a tg 0 

3. S (I) tK W*«CH"e*»), X^OT?*0, Q*<5$; (II) N 5£ (III ) 

(iv) {-fBm©+y u >^*#:*>«fctf-eft£©a!£ 

4. 5£ (I) Xri*CU StfcliCHgt-it), Qj&<5£ (V) 7?^£ft^ 
ft l f cf2i&© 4- j ij >gf & ot \z 4- ^- V U > Stagf*. «fc ft ?> ©H 

5. 3; (I) R x fcckO'R 2 *<<@S(U-C 1 - C 5 T )l>*)V~e%>K>^ QJ>< 
^ (V) K (V) t£ N j Mffk^OT*^ BW\ O. S, NOR c 

D 

©*y u >i^bO'i:+tyj *j«to'-€-ftt)©ig^{cfF^-e# 

6. 5$ (I) cK R 1 *5J;CKR 2 ^SiJ(cC 1 -C 5 t;U+^T*^. Q£< 
i£ (V) K (V) 4k j ^ 0 7?<fc 0 k & 1 7r£> 5 *s * tz It j rfr? 1 T?<fc £ 

NCN, NRg tfcliNORg CCT> RgliCj-C Jl*rJVZ:&Z) 7? 

7. S; (I) 4\ R 1 43ctCKR 2 *WiJicC 1 -C 5 T;U*;l>T-£tK Q^' 
Si (V) [55 (V) i£ x j fed; k i & iz 1 Tfc <9 > R 5 3&<«»JlC7k** « 
^f-JbT&^U Bte N 0. S N NH, NCN N NR g t/:(iNOR (CCT\ 
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8. 5^ (VI) : 

O 




[5£cK W{iCH^/c(iN-e*«9. R x £<fctfR 2 ttfiSUfc C x - C 5 TJl* 
s-T^k t-7f;k ^>?-;k ^VOf^K n'O^k '>?a^ 

l^foT'J-;!/!^ yjl*u^ ?an N 3-Kn y77 N t Kn + 

> N ^h D> T^y. yf;b7i;s i?yf;l/7U^ yiW^A i^o 
tVbT^y^ ^7*f;l/7^ N h'J7^tDyf;i/ N y^;k if^k 7o k°;k 
'fVT'otX -Jl-JK t--7>;K * h + 
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[5$+n WliCH^/;(iNf*^ i(iOT*D^oklil-e*5K *feti 
j Iil^!3i>okli0t*!5s R 1 fcitf'R 2 tefSSiJtzC 1 -C -TJls+JW 

o h';k zff-Jl/^ 'fvyf^ s-y^;k t-y^k ^>^;k -fv^>f 
vxW;y N ^T'DWTiA iff+foTU^ h'j7MD^f 
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C 1 - C . T^'ir — ;k y^o^>f;k ->^o^+*>;K ->^n^\^^;k 
C 1 -C .T^^^ri/t})^— )W 7x-;K t7f;k 7 U ;K f-JLj^K K 

>W;k T-bf-^k f'Ji^k t°'J5i?— ;K b'n u i?-;k t'^U^— ;K 

- (C^C^;^^) 7i7> C 1 -C 5 T->a^v. C l" C 5 7 ' >;k 

C 1 -C 4 T^^^"x h'J7Wnyf;k C j - C g 7^*;k 

C 4 y;U3**>;K C x -C 4 T^=» + j/*;l/^ ;K N- (C 1 ~C 4 TJl*- 

jV> T5 Kx n, n-v- (c 1 -c 4 r;b+;u) F\ c 2 -c 4 r;M^ 
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H N NCN. NRg t/cliNORg (CCT\ Rgli^f^) 7?&<5] TSfit)* 
11. (IX) : 




^Tr&^K R c (i{@^iJ{C7K5^^ /citi^ ^ » A (i C .. - C c 

o lb 

C 1 - C 4 r;u + 7x^;K 7 V 5^— ;k ^ 

>W;K T-fe^K t°U^;K fU^v 5 — >»K t°u g ~j— ;b N t°^'j>>.^;K 

CONH 2 , t Fo^rA - ho. 7;A C ± -C A T)l*)lT I 7. v 
- (C 1 - C 4 T;U+^) 7i A C^C^yn^-A C^C.JyJK 
C ± -C 4 TJl*Jl?-*^ h'J7MDyf;k C 1 -C 5 T;b^;K C ][ - 
C 4 T^3^i>;K C x - C 4 T^o + v'^^^jl;^ N- (C^-C^TVl/* 

T ^ h\ N, N-^- (C 1 -C 4 T;U^;I/) 7i K\ C 2 -C TJl^-Jl 



WO 97/17329 



2 2 8 



PCT/JP96/03229 



12. 5£ (VI) * N W7^CH-e&£. If^li8 lcfEfg©^y ij >^fr*5«t 
Cf ft £ ©Hl^lft (cfF^T? g S ig 0 

13. 5£ (VII ) 4\ W^CHt*5> flt^9 I-|5ife©+y U >^M*fc 

14. 3£ (VIII) * N W^CHt*^ 0(^I2*K©^y U 

15. 5£ (IX) ^ W^CHT'*)Ss »*3S1 l{cfEife©+y 'J >R3M*i5 

16. 3$ (X) : 
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W«±CH*fc(iN-?*t)> R. ZtzltR 0 tiTOJK C 1 -C c TJl* 

1 z 15 

14 

i-y^-j^ OvV^t&^k A t> £ ft -5 c ft t> 
07;l/+;H, tfcliT U -A>Sli> OH. C0 2 H, ^;U^o N ^nn N 7d 

y-t?h*v\ y^A^;*. c 1 -c 4 r^=i^->^;b^;K hVyji 

17. 5£ (XI) : 




^T&tK R 5 kMratCTk^fctfy. ^ AiiC 1 -C 5 T^+;K > 

^a^>f-;^ v^a^*^;^ S/^n^T^k 7 'J ;k C 1 - C 4 T 
v^;b^'-;k :7a^;k K>>/^;n^!) N AT^t>£fts Cft£ 

©TA^A^ ttzteTV-Jimte, OH. C 0 2 H. ^an N -fa 

^ 3-F\ - Fa, T ^ y > v- (C.-C, T)\s*)V) 7U, ^u>^ 
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tn^f;k C 1 -C 4 TJl*-JK C x - C 4 T;l/n^ i> N t°'J>>;K ^^(i^ 

18. 5£ (I) * N W*<CH-e*^ X^Ot*^ R 1 &&&R 2 &£b 
{cy^UT&tK Q*^ (V) K (V) tp^ i &£&kj>iffimzO*tzltl-C 

->^o^^;l/ N T'J^k C - -C 4 TJl=J*-isft)l#—JW 7x-Jk 

tf:l^fn7 U -;bg(±> OH, COgH, :7;U^a, ^ n cu 3- 
H\ ^hn N 7;7, ! J- ( C 1 - C 4 T)l>*)V) 7;7, xf l/>^ + 'X 

£^tR£ft£ l~5i®I!*i^Lt^Tt)«t < . Bti N 0 N S N N H N NC 

isu NR 6 tfciiNOR 6 RJ^f;bT*5) -cmt>zti 

19. 5£ (I) «K W^CHf*^ Rg^ifcl^fm^ 

2 0. 6, F + (2-^ F + y7x;4- , >) 'J >> 6, 

7->M (3-> h + v'7x; + -» 'J >> 6, 7->^ 

v/-4 - (4-n*->7xy + -» *y <j 4 - (3-7itD7x; + -» 

-6, 7-vM Y* 9 s*J U >> 4- (3-tKo + >>7x; + «» -6, 7- 
'7^ h + 4- (4-7o€7x; + -» -6, 7-7n + ->+; 
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U>n4-(3, bJ-is?*.;*^ -6, 7-y7h + ->+yj>, 

6, 7-^^ + ->-4- (l-t7fW-» +7'J>, 6, 7-y^h + 
>-4- (2— ij >> 6, 7-yy h + ->-4- (5-^ 

+ , >-2-t7f;l't+*» +y 'J ^ 6, 7-y7 h + y-4 - (7-^ h + 
*>-2-*-7*-;M-4 : -$/) 'J >>. 6, 7-i>7 h + y-4- (5- + yj^ 
t+y) ^7'J>, 6, 7-^F*y-4- (6- + ;'JW + y) ^;ij>, 
4- (4--T > KU;M-^» -6, l-'JM Y* : s*J U 4- (5 — f> 
K'J ;M-+>0 -6, h + i/*; 'J 6, 7->M b*^>-4- (3 

h + i/7xr.;l/ft) +y U >£/cti6, h + v/-4- (4-y h 

21. (4-n-7*^7x-^) {4- [(6, 7--y7 h + y-4-4- 
y>J;U)^-^i>] y^y> N (4- t - 7*f ;l/7i^;i/) {4- 

[(6, 7--^^ F + y-4- + yj^) t + y] 7 t ? J (4- 

h'j7^oyf;b7x-^) {4- [(6, 7-y> h*'>-4-*;U;W 
7x-;H y^y>, (4 - t -7"^7x_ ;b) {4- [(6, 7- 

;U7i->»U) {4- [(6, 7-i^y h + y-4- + yj^) * 7x-jH 
N- {4- [ (6, 7->M h*->-4-*y U7b) 
-i/? a^^>tfJl^-^i H\ N- {4- [ (6, 7-v^ h^>-4 

- + 7x_i} - (4-— hD7x-;W fc^jK*-** K\ N 

- {4- [ (6, 1-?* h*v'-4-*y"J;lO y^-Jl} - (N, 
N--y^W^7x^) K> N — {4- [ (6, 7-vM h 
*'>-4-*;>;A) 7x^jH - (4-7-l?^7x^) 
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h\ N — {4 — [ (6, h + -/-4- + ;'J;b) 5Mri/] 7 ^-M 

- (4-n-W7x-;l/) ij frtf*-* I Y\ N- {4- [ (6, 7-vM h 
+ ->-4-+;<J;l/) 7x^;H - (4-7h + ->7x^) *7 7U*'4- 

N- {4- [ (6, 7-5?* h * 4 U 7b) 7 

- (4-^at7x^) iifotfttX h\ N — { 4 — [ (6, 7-V* b*is 
-4- + / U^) 7x-M - i/? d^<>^ >^;u^'+if ^ H\ N- 

(4-n-7f;l/7x-^) — N' - {4- [ (6, l-'J* h*f- 4-*J 
yjb) 7x-M >7i/7^ N- (4-t-7'f;l/7x^;l/) — N' - 

{4- [(6, 7-vM Y*i/-4-*J 7x-;l/} "7U7^ N 

- (2 - h U ^;l/^-a^ ^7l/7 ^7b) -N' - {4- [(6, 

-4- + ;'J^) 7x^.^} r7U7\ N- (3 - h U 7^tD^ ?-7b:7 

x-71/) — N' - {4- [(6, h + ->-4-*;u;i/) t+i/] 7 

-7b} -)l/7 N N- (4- h 'J 77M"ny f-71/7 7b) — N' - {4- [(6, 
7-^V h + i/-4 - + y 'J 7b) ^i-^71/} -7U7> N — (2-> F + 

'>"7.x.— ;10 — NT - {4- [ (6, 7- s J* h*'>-4-*yj;b) 
^-Jb} "71x7% N- (3-^ h + '>>-i-7U) -N' - {4- [ (6, 7- 
b^ris- 4-*-/ 'J 7b) 7 ^—M "7^7, N- (4-^ h + i>^ 

i^7U) -N' - {4 - [ (6, 7-vM b^>-4 -*y y 7b) ;Mr*/] 7i 
-7U7\ N- (2-7MD7x-;l/) -N' - {4- [ (6, 7 -'J/ 
b^ri/- 4-*; UAO 7x^;l/} 7U7> N- (3-7;^D7x^. 

7b) -N' - {4- [ (6, 7-SM h*'>-4-*yj;W 7i-7b} 
71/7^ N — (4 -T7M-0 37 ^^7b) — N' - {4- [ (6, 7 - -J J b*is 
-A-*rJV)V) -tr*ri/] 7 ^—M 7^7^ N- (4 -T*1-)V7 - 
N' — {4— [(6, 7-^h*->-4-*/^l/) ■7i^7b} 9U 

7\ N- {4- [ (6, 7->M h + ->-4- + ;'J^) 7^71/} - 
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N' -n-7°uh°JluUT^ N-n-7f;b-N' - {4- [(6, 7-->7 h 
4-4- J U )V) 7x-;^U7^ N — (2-7^o7i-;I/) 

-N' - {4- [ (6, Y**/-4-* + W-)V) 7 

VUT^ N- (2-y Y*rls7 *--)V) -N' - {4- [ (6, 7-vM h^-> 
-4 -^V*'J ^A) 7x^i) 7VT^ N- (3-^ h^S^^AO 

-N' - {4- [ (6, h + ^-4 -+^v*U-;b) :7^;i,} 

^UT. N- {A-/ h*is7^-Jl<) -N' - {4- [ (6, 7-vM 
-4 —jl) 7 a.—M ^P7> N-n-y^;b-N' - {4 

- [(6, 7->'n + ->-4-+t'/'J-^) ^ UT. 
{4-[(6, 7-i>^ Y*is-4-*rJ V Jl)**^? [4 -^E-A* ij;7x 
-A] (4-[(6, 7-^^ h + v/-4-+7 'J W+>']7x^} [4 

- t?a <J *JJ 7 3.-)V\ y^y>. {4-[(6,7-^ h + ->-4-+;iJ;b)t + 

^7^—M [4- tr^y ^;7x-^] n-(2,4-;7dd7xz 

AO-N' -{4-[(6. 7-v>V h + ->-4-+;'J;i/)t+->]7x^}9l/7^ N-(3, 
4->^nn7ijr.A)-N'-{4-[(6, 7-i>V h^^-4-^7 iJ;Wt^->]7x 
-^■7 1^7, N-(3, 5-^nn7x- 7b)-N' -{ 4 - [( 6 , 7-v>^ h*i>-4-4- 
J 'J 71/);*- 4- >- i "7 1/7^ N-(4-7dd-2-> 5^ 7b 7 ^ ^A-)-N' - { 4 
-[(6, 7-"J/ V*i/-4-*rJ V Jl)**is]7 *.-MvlsT^ N-(3-T ^ J - 
4-^dd7x^)-N'-{.4-[(6, l-Vt h*->-4-*/ 'J^)t + ->]7x^ 
MvlsT^ N-{4-[(6, b*i/-4-*J V Jls)**is]7 x.-Jl,}-ti' -(2 

-t°'J v^M^l/^UT. N-(3, 4-P7Jl*u7 j.—jiyfl' -{4-[(6, 7-v* 
^ h4-i>-4-^y U )V)**^7 i-Jl/}>7U7, N-(2, 4. 5 - h 'J :7 7b;* a 7 
x- 7l/)-N'-{4-[(6, 7->M h + ^-4-+y U AO** S/] 7 *uy N N- 

(3-^nn7x-W-{4-[(6, 7->M U AO**'>] -7 * — 

M«7U7, N-(4-t Kd + ->7x_^)-N'-{4-[(6, 7— h^>- 4 -^y 
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2 2 . Ift&£ 1-21 OOtn*>-^i:flB«oMS*)$Sa?S§ftg 

2 5. ft^i~2 io^-rti*>— ^isttcxb^ftifejicf^n&oiisw 

2 6. »:&®1~2 l©^-fft;&>— ^Kfe«©{b^:fc<fctf**l£©I5l^ft 

2 8. m&mi ~2 i ^(ciHifeoYb^gfccta'^-n^cDisi^^] 

2 9. m^i~2 i©^-rn^— ^{ctais©{b^ifei;cK^nt>©m#&<] 
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3 1. §iM<lg5. 8. 1 2©Uftl^- ^{"fBigOfb^fect^n^om 

3 2. »3&g7^ 10. IK 14. 15. 16. 17. 

3 3. ft^7. 10. 11. 14. 15. 16. 17. 1 9 (D^-ftlfr— 

3 4. «^7. 10. 11. 14. 15. 16. 17. 

3 5 . mi%mm<D&m<Dfemzm-? ?>^mi^m^m<Dm^.m. 1-21© 
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